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= (54) Title: NOVEL INDOLINE COMPOUND AND MEDICINAL USE THEREOF 

^ (54)iii»a)««t: miSi^:^^'}>\t^^n^xf^o>mikm^ 




(57) Abstract: An indoline compound represented by the general formula (I): (I) 
(wherein the symbols have the same meanings as in the description) or a pharma- 
ceutically acceptable salt of the compound; and a medicinal composition contain- 
ing the indoline compound or pharmaceutically acceptable salt. The compound 
is excellent in ACAT inhibitoiy activity and lipid peroxidation inhibitory activity 
and is useful as an ACAT inhibitor or lipid peroxidation inhibitor. 
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(57) HJSl: 



^ISI^Ii. (I) 




CAT PI wf^ffi i x/mwi^mimmipm sr^ t . a c a t heii^ri * it mn'^ 
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T. Tacatj irv^p) ©Pl§f^^*5J;U5|IMia^ik<^|51^f^ffl^Sr^off^ 
^ y vv yit^mt-k\t^(omm±n^^fi^&\^mirZo 

^Sita!J3iK^w«i? (VLDL) tLXium'^K^ii&^HZo tSo-C. /Mitt 
25 misXX^fffm'^<OACATi:m'^LX=ty:^Tu-;U(D:i^:^'rMt^t^mi'^ 

5o 



1 



wo 2004/007450 




'2003/009012 



5 -/U'a:;^T/vi: Lt^a^tt^ySife^ ibM4'(^ AC AT ^rPl^-tS ^ 1 1- J: 
10 ^nSo 

*>;ii>5ACATP11I^Ji: tr. ««J;itf. Ki3j:i;?^^ffi|^«c (J. 
Med. Chem., 29:1131(1986), 2-117651 -g-^^. 2-7269 

■^liJj^. 4-234839 ^<2^#. #M¥ 4-327564 ^<J^$g, #5B^ 5- 

32666 dSg[^$tLTV>5. Ld^L/idSP,, ^ tl e>^b'e'«^0|lj®! 

A C A T Pl^f^ffi {C: i 5 « tfj 3 i>;^ 7^ p w- ,V^-f:^^ J; jH, jlljl^ cfj 3 

pd^^ycfsgfiiT'j^ev^ ttcs ^^mo AC AT mmM<o^ 
mm^. ^M^<DACATmm\\mm^ii\^^xTmi:^\^m:i-rmifiii^h 

5o 



2 



wo 2004/007450 ^^jP2003/009012 

5 V\ 

15 1) (I) 
.1 




(I) 

/l^S^fcttMT/Va^'^S^r^L. RMi-NO^. -NHSO^R'* [R« 
7;W=^/V'S. Ty-/vS*fctt-NHR^ (RMiTK^J^^x -COR^MR'' 

^r^-f) ^5^1*] . -NHCONHj ^fctt-NHSO,R» [RMiT/Udf-^Wg, 
Ty->'WS*fctt-NHR^ (RMiTK^®^. -COR'" (R'^tt*^!!^ 
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i^TV^T >{> J: v>r yw^/i^S. - C o R » MR * ' tt^K^i^^* fc«i£aT 

10 2) ( I ) R'*5j:t;R'd5|^-*fcttm'&oT. .^tl-etVTfC^l^ 

iSiRT/V'*7l'S*fcttMr>'W=i#i^ST'fe9. R^dS-NOj. -NHS- 
0,R« [RMiT/W^-'V'S, Ty-/WS^fctt-NHR^ (RM^tK^M^. - 

^>;^7/VxK^/V^*:^1-)^^-r] X -NHCONHj *fct4-NHS02R*[R'' 
15 fir^V'aj^/wS. 7 y -/wa£*fctt-NHR^ (RMiTK^IS^. -COR^^ 

20 R'^i)^7i^mmi-Xhi. ±E1) IE^(Z)irm>rJ^Ky Wk-g-'KFtfctt-?:©^ 

R' (RMi7K^ii^«r^-r) 4:^-t-] TffcO. R*dSt Ko '¥i^S-eSft$ti 
■CV^T't>i:v>T7i"^[^;wS. -COR'^ (R^^«7Kmii^*fcli<SiaT/v^yw 

/p:^/u5^:tiSiKT/i^^/ws-cfc9. R'' a^r/i'^/vs-cfc •? . R'^t^y^mm^s 
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4) -jSS: (I) if^ ^JS-NHSO^R^R" «T>'l^=af^>'VS*yS:tt-NH 
R^ (RMiTk^i^^^Sr^-T) ir^-ri ^fcfi-NHC ONH^ -^feS. ±E 

i!k:^iti-(yvvy(0 7m^U'^-t^. ±IB2) i3«oi|ifM'(' Ky Wk^^fe* 

6) -15?^ (I) cf. R'iiWV'Ky :/<^5lSlc^'g-b. -NHCOR^^SS^ 

10 y Ky y»7^tj:^^-r5. ±13 3) E^oM-f^/Ky wb-a-tj^fcfi^© 
yvvy(D7mz^^^i•^, ±E4) E©oM-<^Fy ^-fk-e-i^^/ctt^ro 

15 8) -jjg^ (I) R* i>mmT/^=i^'ymmr/\^^/\^&ttc\t^iSkTA^ 

9) (I) R^isit/R^dsigaryw^/v-S-cfeS. ±E8) IB^ 

(omm^yY') yit^m-^t:L\t^<r>]^n±.ff^^i\^^^. 

20 10) ( I) tJ'^ R'**s-f ^'Ky ^^©2iC[»::iig-a-r5. ±IS6) E 

11) -wl^ (I) t^j, R* dsr;w#/wsx'fef3, R^^tmmr;vzi^%/i& 
omm^yv]} yit^!igotit\t^(Dmm±ff-^^n^Mo 

25 12) ( I ) R'fcJ:t;^R';i5MT/V'^/V'Si?fc-5. ±121 1) 

13) (I) R' iSiU^R' dSMr/l'^/l'S-eS) RSdST>'l' 
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14) (1) R^dS-NHSOiR" (RMiT/W^/vSiSr^i-) T? 

fcS. ±E13) l5«<^ffjS'f i^Ky WI:-a^4^*fc:«^(^E^±fFW$4i51&o 
5 15) ( I ) tp. ;i>S-NHS OjR* [R" ft-NHRMRMlTk^ 

0i^^Sr^1-) ^^-f] •^?$>'5. ±Ei3) timomm y V yit^ii^iii^tc\t 

16) (I) R»d5-NHCONH,T?*)5> ±E 1 3 ) E«01&f 

10 17) -iSiS: (I) (Dit^m^M (1) ~ (5) <^>V^f tud^-cfcs. ±fE 

(1) N- (5-/^y:^/i^:^=^fl^T?.y-4, 6 f'/V- 1 -:^ia f 
>r K y 7 -^/V) -2, 2 -v?^5^/W7'n/-?yT5: K. 

(2) N- [5-p«^y;^/'Wxh=:>>UT$/-4, 6-v?p<^/W-l- (2-^ 
15 ^/I'T'ntVU) vTi'Ky :^-7--</V'] -2, 2 - v'p* ^/V':;^n/^:^T 5 K. 

(3) N- {l-:/'^/V-5-:!<^y7.;U:^:^/UT?.y-4, 6-i^^f^;W 
y Ky y-7--('/^) -2, 2 -v^/f^/vynz-^yr^ K> 

(4) N- [5 ^:<^>^>'W7Jn=>>UT5 / -4, 6 5'>'V'- 1 - (3-/^ 
'f-jv-f'f-iv) >r>'Ky 7-^/1^] -2, 2 -v^pJ^ywyax-^yr^ h\ 

20 (5) N- (5-p<^'>';^/W*=/WT5/-4, e-'^^p^f-zW- 1 -^y^/w 
-r K y y- 7 --f -2. 2-v'^^yV7'n/-?>'T^ Ko 
1 8) (I) <0\^^m^t!.<0 (1) (2) -C-feS. ±122) le 

wt(K>mM4 yvv yit^^'^itti^(omm±^ffm^iii>^o 

(1) N- (5 -^^^^-X/VTjxnywr 5 /-4, 6 - i?;;^ ^/W- 1 f'/l' 

25 -r>'Ky>'-7->r/w) -2, 2-v=p«^/v7'p/-?yT^ k> 

(2) N- (l-^^v'/W-5-p<^'y;^yW*:=/Ur^y-4, 6-i?p{5^/l^ 

4 y\^vy- 7-^/1^) -2, 2-i;?p<f^7u:7'P/<yT5 K, 
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1 9) (I) <D\\:^mt^'&^<D (1) %1t\t (2) X^hh. ±E2) E 

5 (2) N- (5 -p< ^y^/w^:^yuT5 y - 1 , 4, 6 - by ^ y K y 

-2, 2-i^p<5^yUyP/-«yT$ K« 

2 0) -m^ (I) ©^k^«l^5;&S35c© (1) ~ (6) ©v^-f^^^»■cfe5. ±15 
2) I2«©ff^>ry Ky ^^-fb-a-J^tiTctt^tDglllifF^^tLSJIo 

(1) N- (4, ^-J^fvyr'^^ /\^T % J ^ 
10 yY}}y-7-^/\') -2, 2 -i?^^/wyp/N':/T$ K. 

(2) N- (4, 6-v^;<^/V- 1 -T^P fyw- 5-;^/W7r^'r/W7'^ />r 

i^Ky -2, 2-^^p<f'/w:^p/'«>'7^ K. 

(3) N- (4, 6 -i^^^-'v- 1 5 -:^yi'7 7^-i'>'i^r 5 y-r 

Ky 7-'i';w) -2, 2 - f^/wyoz-^^^T ^ h\ 
15 (4) N- [4, 6-i^>5^;W-l- ( 2 -p< f^/l^:/n t'/W) -5-:^/W7t 
^-f/VT^/'fyKy -2, 2-i?;?«f^>'U:/'ci/-?:^T5 K. 

(5) N- (l-:/f-/V'-4, 6 -v/y ^/V-- 5 -^/l':7 7*^y>T ^ y-f 

Ky :^-7->r>'V') -2, 2-^^y5">'^7•^/^•:^T5 K> 

(6) N- [4, {,^-:^f-fV^^)V) -S-J^/W^?* 
20 ^f\yr%J>{VY^)V-l-y{)\''\ -2, 2--^:^=f-)\^-fxi/<i/r%Yo 

2 1) -^5*: (I) (r)\^^mii>'tK(0 (1) ~ (7) (ry\^S^ii^xh^. ±12 
2) E^oi&TM'f y Ky y^t-a-i^^fctt^©^^±ff^$ti5iSo 

(1) N- (7-^^'y;^/V*r:;PT5/-l. 4, 6 - h y f^yU'T K y 
y-5-W;>) -2, 2-='J:f^'$-}\^^y^Uvr^Y. 

25 (2) N- (7-^^y;^/w*=>'i^T$y-4, e-i^^f-zW^'Ky >'-5 
-'f/w) -2, 2-i?;<f';i'f>i^^;(;:^r ^ K. 
(3) N- [7- (2 -:/p/<:^^;u*=/vT^ y) -4. 6 -i^^^-^w^r 
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# 



'/JP2003/009012 



V])y-5 -^/P] - 2, 2 --^ 




(4) N- [7- (2-7'n/-«i^;^/i^Jh=/vr^y) -4, 6 - v^;^ f-zU'T :x 

(5) N- [4, e-i^^^^f'/W-?- (p-h/Ua:^') ;^;P7}sri;l/T 5 / ^ y 



(6) N- (4, 6 -i^/'^Ji'- 7 7 ^^7 ^ >^ ^ y V ]) y-5- 

(7) N- (4, Q-'y:^^fV^7 Y-(yY^)y-b->< ;v) -2, 



10 2 2) (I) ©^b-a-i^iis^fe© (1) ~ (5) m^-ffit^-x^h^. ±IB 

(1) N- (4, Q-i^:^'f-jv-b-=^hn-l-:t^f-;\^^yV])y-7- 
^ jv) -2, 2-^y:^^;Vfn/<yT?.\^, 

(2) N- (5-^;J'y>^/U*:^>'WT^/p<5^/V'-4, 6 -'y ;^ ^J\^- 1 
15 ^^/v-^^^Ky y-7-'ryw) -2, 2-'J/'^fV/n/<y7 %Ys 

(3) N- (4, 6--:?^f-/u-i-;^^^yi'-5-!?^>r K-r:/Kyy-7 

-^;v) -2, 2-^J:^^fi^-fu/<yr% ¥. 

(4) N- [5- (N-7•fe5^>'^;^/^7T^-1'>'^T5 -4, 

- 1 Ky 7--r/l'] -2, 2 - e^?;^ ^>'l^7'a ^"^i^T ^ K. 
20 (5) N- [5- (N-p< b^':^;&/l<'Xl?=>'l';^/U7T*^-'^T$ y ) -4, 6 
-i^^5^;v- 1 Ky 7--i'/u] -2, 2 -^✓^pi ^/UT'n/^ 
yr^ Ko 

2 3) -jK^ (I) *s R'dS-NHSOjR* (RMir/u^/vgiSr^-r) T 

±129) *fetti2) fBij©iefm-rxKy :^^k^«ij*fctt^-©gm±if 

25 ^$^5:^0 

2 4) (I) R'iS-NHSOjR' [R* li-NHR' (RMt*^ 

i^^^^i") «r^-r] -cfcs. ±iE9) i^tL\-ii2y um(r>mm^yY')yit 
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2 5) -^^ (I) (Dit^m^^(o (1) - (6) «v^-f^^^^-cfcs, ±.m 

(1) N- (i-^yyntvw-5-^^'y;^;w*=/wr$/-4, 

(2) N- [1- (2, 2 -v^^5^/u:/n if/u) - 5 - :^ y:^/]^7t^=-/i^T ^ . 
J -A, G-'J^i'J]^^ yV]} y- 7 -^Jl'l -2, 

(3) N- {\-i^^nzf^jV:^i-jV- 5-:^ ^y7^;v-t-=-jvr % J - A, 6 
10 -i^/''f-;vy(y\:\) y-7 — i;v)-2, 2-^y;f^i-jVfn/<yT%Y. 

(4) N- {l-Ui^n^yf•JV-5-:^9y::^JV•^=^J^^T%J-A, 
:^'f-i>\^^ yY])y-7 -2, 2-i?j^^;v:fn/<yT 

(5) N- ( 1 -v-^ D^y^/W- 4, 6 5 -X/W^T^-Y/VT 

%^^yY)}y-7-y(jv) -2, 2-i;^^f^/i'7'p/-?yr 5 K. 

15 (6) N- (l-i/^i37'i3t:Vl^^^yl^-5-7«^>';^/V*=^/WT5/-4, 
6-v?^^/l'^y Ki;:^-7-'r/V') -2, 2 -v';^^/v:/n/<:/r 5 Ko 
26) ( I ) (^'fk-a-^d^N- [5 ^y;^;l^7j^=>'W7^ / - 4, 6 

(3-p<5^/v-2-:?'7'=/i') >r:/Ky:^-7 — r/^] -2, 
2-t?>(^/P7'p/-«y7 5 K-efcS. ±IB3) IS®©fr^-r:^Ky ^^^k-a-ti^ 

20 ;feii^©g||±fF^$ji5iio 

2 7) -ilS^ (I) <D\t^mi)>d^<o (1) - (6) ©v>Ttb*^-CfcS. ±E 

(1) N- [1- (2-3:. h=^'>xf-/V) -4, 6-i^^f-7W-5--X/l'7 7 

■t-</wr 5 y-f Ky y-?-^;!/] -2, 2-':?p<f^/i/:/o/<xT5 Kx 

25 (2) N- [1- (2-31 hds-i/jc^yu) -2, 4, 6 - h y ^ ^/V- 5 

/l-7 7*'r>'>^r^/'l'y KJ) y-7-yf/V] -2, 2-v?p<f">'W7'o/-«:^7 5 
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(3) N- [1- (2 -4, e - v?^ ^yw- 5 -;^>'W7 r 

(4) N- [1- (2-p« -2, 4, 6 - M; ^ 5 -:x 

yu^r^'T/vT^ y>f >'Ky y-7--</v] -2, 2-i^^f-/w:^p/-«yr ^ 

5 b\ 

(5) N-[l- ( 2-3if-;b5^;ra^5^/W) -4, 6 -i^;>« ^^vV-S 7 ^'f 

A^r?,>f^yh*Vy-7-^jvl -2, 2-i^;^'^/v:fvi/<y7^ h'MWt^s 

(6) N-[4, (2-p<^>'V'f";^-3i^-'W -5-:X/V77^-f 

yWT^ /y(yVV -2, 2-i^^^/V':/n/-^:/7 5 KS^:^o 

10 2 8) -m^ (I) ©^b-a-i^;6Si!ic© (1) ~ (4) ©v^T^id^T'foS. ±E 

(1) N- (2-p< h^$/^f-;w-4, e-i^^f^^w- i-ynif/w-s-;^ 

;P7 7^^/^T^ /-r Ky 7 --f /I') -2, 2-v'p<5^yi^7'D/-?yr ^ 

15 (2) N- h'^r'>^^/V-4, 6 - f-ZW- 1 -T'o kVW- 5 

;i'7 7*-<-'VT^/''<y Ky :^-7-^'>'i') -2, 2-':?^^;w:7'p/>?yr $ 

(3) N- (2-7<f-/Vf':tp<^/V-4, e-v^pt^yl— 1 -T'o tVV- 5- 
^/^77*'('>'^T?/>('^'Ky :^-7-^/V) -2, 2 -i^;7<^;V':/ci/^xr 

20 5 K. . 

(4) N- (2-:3i^yU5^;j-;«^/V-4, 6 - v^P< ^^V- 1 -^n tVU— 5 - 

;^;v77*^/i'r 5 Ky y- 7 -'fyV') -2, 2 -v?p<f^/W7°p/-«>'T 

2 9) (I) (Dit^Wl0i^<O (1) tfett (2) "CfcS. ±153) IB 

(1) N- [1- (2-j: h=^ri/'3:f^;w) - 5 - ^ V 5 / - 4 , 

6-i?;?<^/W^yKy y-7-^r/w] -2, 2-i^/i'/\^yti/<y7^Y\ 

10 
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(2) N- [1- (2-^ -h-:^^V7.)V%::-lVr%/ -A, 

e-i^ptf'/U'f y Ky :/-7--r/W] -2, 2-i^^5^/i^yn/-?i^T$ Ko 
3 0) ±E1) -2 9) OV>-fti:6>lC|B«(^ff«-r>'Ky y^fb^ife^fctt^ 

5 31) ±IB1) ~2 9) ©V^■fi^J5>{ci5«(Dffj^'<^^Ky ^-'fk-a-i^^fclt-?: 

3 2) ±Ei) ~2 9) <D\i^-fMA^um<omM^>Y]}yit^m-kit\t^ 
10 ^m<Dmm<Dmwi 

5^>'V, yotVU, ^yT'DtVK ^f'>'^> ^y^ff-zV^ sec-:/5^>'V'. tert- 

'fe<}:<s 'fisitfi, ^f'^V'v Jif'>'^^ :/pif/V's ^dp-^/K 

25 #»fe>tuS, -NHS02RM*M7>'V^/l-S(^g^Rrti^ji<ig(J:H@gm-r 
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T-ti;<, m^it^ pff-zK =^i-/i^. ^ntVK 'TyT'PtVw, >f y 

5 MJrv^>'^. rh7xv'>'i^> ^:^^xi^/V'. ^^f-ri^/i^s ^y^rv-zu. / 
1, 1 -i^j^tf'/w^^^^/K 1, 3, 3-^;?;<5";v:/ 

:i/V> S-T^X^^^K a-^yT'^/Vv S-^yT':^/!'^ 4 — 2 

h^^^/T'of/K ^h'^i/:^^/K T'pjKdf^i/pif'/Wv T'o^^i^aif-^V. -i 
20 y:/^JJf:^^'>p«^/K 'f yyo7}f*'>3if^/K h''f'>P<f'/K 'fV^^y:^.^- 

R^ joJ:0?R'2t::43{t5MT;u=Jf/i'5"^MT>'W#/wSi: fC 
V^/K P< f-/l^^;f:/^/l^> 3:f-/Vf^;i-7'n l^/l'. tT/W 
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0t.L< 3 - 8 -Cfc 9 . T/V^/Hf|J«»* L < \tl^mik l ~ S T-S) 9 ^ 

10 n>vdE- f^/W. v'^i' o y J3 tVl^oc^/u^ n t'p tVV7"D tVw^ v- 

R « J: tJ« R Jt 5 T/V :3f>'V'S tLTtt. ^ftL< fi^^it 1 - 2 0 -Cfe 

t'/w. >ryyctVK :/^>'i^> -ry:/5';K sec-y^^jv, tert->^^/i', ^ 

20 tl5o 

25 ^zw, :^ h=^r:>;&/i^j}?=/w. y:/ h=¥i^;^;zuxK-/K sec-:/ h dE-v':^7/w;j? 
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-2, 2 -i^^f">'l':/n/<^^T 5 K. N- [ 5 - 7^ ^ 

::^/i^r$y-4, 6 -v^^-^/i^- 1 - ( 2 -p< ^^/vi/o t'yu) >r:^Ky:^-7 
-'r/^] -2, 2-i^^f'>'i':^o/-?yT^ K. N- (1 -:/^/i'-5-jj< 

5 ;^>'Wj)^=;WT5y-4, 6-v^p<f-/U>r y- - 2, 2--i^^ 

^;W7'n/<:/T^ K> N- l5-;^^y7^J\^^^=-/l-T^y -4, 6-v?;^^/W 

-1- (3-;>«^/v:^^/v) ^yh*vy- 7-^/1^:1 -2, 2 -i?p<^/U':/n 

/^yr$ h\ N- (5-;?<^y;^;U*=>'VT5/-4, e-i^^f-zP- 1 
y^/V-r:^ Ky 7 -^/W) -2, 2-v'^f"/W7'D^N°yT? h\ N- (5 
10 -p<^:^;^;UxJ^::^7VT$/-4, 6 -v?;><f-/P- 1 y Ky V'- 7 
--r^W) -2, 2-i^j?«^/vyp/^yT^ K. N- (1 -^^'>/W-5-;<^ 
y7./un^=./l^r^/-4, yV]) y-7 fV) -2, 

^^/wyoz-^yr ^ h\ N- (l-:i^f-/V-5-7«i?y>^/'l'5j^ = /l'T^/-4, 

6 - v?p<f-/W >' Ky 7->r/l') -2, 2-i/ptf^/V:/'P/-?:/7^ h\ N 

15 - i5-/^y^/un^^;u7^ /- 1, 4, 6- hy^f-yw^Ky y-7- 

-T/v) -2. 2-i^^^/P:/n/-«yr 5 K. N- (4, 6 -i^^ 1 -;t 

iJ'^^/u- 5 -;^;i'7r ^^/^T?: Ky i^- 7 --f /i^) -2, 2-v?^^ 

yl'7'P^-?yT5 K> N- (4, e-i^ptf'zl'- 1 l:f/W-5--^/V7 7^ 
^/I'T^y'l'y Ky y-7-^;W) -2, 2-t?;;lf^/P:^0/^yT5 K. N- 

20 (4, 6 -v?^f-/w- 1 -'^yf'yV'- 5-;^/W7r*'f /I'T^ y >r :^ Ky i^- 

7- ^;u) -2, 2-i^/^;l'Z^ti/<yT h\ N- [4, 6-i^;^^;l'-l 
- (2 -T^f'-'i^T'o f/v) - 5 -;^-'U77*-i'>'>^T 5 / W y Ky 7 ->r 
/V] -2, 2-i^p<^7Uyo/^:^T^ K. N- (l-:f^>'V-4, 6-i?p«^ 
/^-5-;^/^7T*•</^7 5/>f y Ky :^-7 — r>'i') -2, 2-'-^^f-iv-f 

25 P^-?yT5h\ N- [4. 6 -i^^f^/l^- 1 - {Z- -5-X 
;U77*'ryV'7^>'>r:^Ky >'-7-'l'/V] -2, 2 ^yW7'n^<>'7$ 
K. N- {7 -i^9y^i^iir^^f^7%J-\, 4, 6 - h V y VV y 
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-s-^r/v) -2. 2-i^/^;v'0yTfj>r%}f. n- (7 

^/VT$/-4, 6 -v^^^/V'-f >- Ky S-^yW) -2, 2-v?>t5^/l'»> 

N- [7- (2-:/a/-«:^^/V*=yUT5 y) -4, 
^^/I'W :^ Ky -2, 2 -v?;^^/H? vx;?^:^T 5 K, N- 

5 [7- (2-7°n/<>'yC/l'X}^^/WT$/) -4, 6 - v?^ ^ K y y- 5 

-^r/W] -2, 2--:?^^/W;^-^^'>'T5 K. N- [4. 6-i^^^jV~7 - 
(p- h;l^a:>') "j^/WTlN^/Vr ^y-f y Ky y-S-'T/W] -2. 2-'y/^'f- 
f\^t^yf-fjyT^Y. N- (4, 6-i^;^^>'W-7-;^/W'7 7^^''^T5 />r 
y Ky y- 5 --f />) -2, 2 -i;'p«5'/H^yr;^yT^ N- (4, 6- 
10 ^y^'J-fV-l -^U-< Y^yY^)y-b->( JV) -2, 2-'^ ^'}-)\^^V^l3 
vr^Y^ N- (4, 6 -v^p<^/i'-5-= ho- 1 y Ky V- 
7 — r/V) -2. 2 -i^pt^/uyta/N'^^T^ h\ N- ( 5 - ^ =7^ 
T 5 / f-ZV— 4 . %--y:^f-)V-\-i!ri^^)Vy{vY^)v-l -4 -2, 
2-i;?^5^/i'7'a/-«:/T5 K. N- (4, ^-'^^i-)V-\-i!r^^jv-^- 
15 ^^i^^r K^:^Ky :^-7--f;l^) -2, 2 - 5=-/i'7'n^N*:xr ^ K. N- 

[5- {.^-r^'f'fVT.fvyr'^A f^r% /) -4, e-v^^f-zv- 1 

^/u-ryKyy-7 — r^H -2, 2-v^^5'/W7'n/N'yT5 N- [5- 

{.\^-:^Y^i/fl)Vi!^z:.)l'7.)Vy7^^)Vr%J) -4, 
;^-^f-/l^'r>' Ky 7->f/W] -2, 2-vfp«^/l'7'n/^yT5 N- 

20 (l-^y:^Ptr/W-5-;»<^'>';^/l'7j>=;wr5/-4, 6 -v^^^-'W K 
y:/-7 — r/W -2, 2-'y:^'f-)V-:fxiAvr%'e. N- [1- (2, 2- 
v^>?« ^/J^T'n tVW -5-^^y-^>'UJ)^=/UT$y-4, 6 f^^W^ >' K 
yy-7->r;V] -2, 2-'i>:f^^)VfxiAVT%Y. N- (l-i/^ny^ 
5 - ^ $ y - 4 , 6 f'/W ^ K y 7 - 

25 W"/!^) -2, 2 -i^p«^>'^7°l3^^°:/7$ K> N- (1 D^^-^/W- 5 - 
p<^'y;^/^JJ^;ry^T^/-4, 6 -i^<;<^/l^>r >' K y i^- 7 ->f ^U) -2, 2 

-i^/^/v:^ti/N'yT^ K. N- [5-p<^:^;^/i'7l^=-'VT^/-4, 6--:;^ 
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(3 -^^/w- 2-yx^;w) ^ ly h^]) y- 7 jV] -2, 2 

5- ;^/l^7 7*W'/l^T^/-f y Ky :^-7->r/W) -2, 2 -i^;«t^/l':^ci/^ 

5 4, 6-v?p<^/U-f y Fy :/-7--ryW -2, 2 -v^^^^/l^ya/Nyr^ K. 
N- [1- (2-3^ h=^ri^:tf^;i.) -4, 6 -v?P« 5 -;^;^7 7 

r^y^r^^Ky :^-7--ryw] -2, 2-v?p«^/u7'»3^^i^r ^ k. n- [1 

- (2-3: i>'3:5=-yu) -2, 4, 6 - h y ^'^yV'- 5 -J^/W^r^^/l'T 

5/^i^Ky y-7--r/^] -2, 2-i^p<^;^:/a/-?yr 5 h\ N- Cl- 
io (2 -4, 6-i/^^/'P-5-X;W7T^'r/l'T$ /'T:^ 
Ky y- 7->r>'W] -2, 2-iP;i'f-/l^yvt^<yT% h\ N- [1- (2-p< 
-2, 4, 6- hy^^/V'-5-;^/W77^'fyV'T^/^>^K 
y y-7--f'/H - 2, 2 - v^^5^/u:^P/<yT ^ h\ N- [1- i2-=c^;V 

-4, 6-v?^f•>'^-5-;^>'^7T^^/^T ^ />f Ky :/-7-'f 
15 /W] -2, 2-i^p« f-/l'7'n/-«yT 5 KiSSiiS, N- [ 4 , 6-i^;<^/W-l- 

2. 2-v'^5^>'l'yp/-?^T5: Figgis. N- (2 h^i/p(^>'W-4, 6 

1 -yp tVP- 5 - 7.;vy y ^^^7 % J A y Vl) y- 7 
/U) -2, 2-i^;>«^/U7'pXyr 5 K. N- (2-3: h^i^^f^/V-4, 

20 6 - v?7« ^/i'- 1 -y o if/w- 5 7 ^4 ivT % J ^yy^)y-7 — r 

)V) -2, 2 -i^pt^/VT'n/N'yr^ Fs N- ( 2 - ^>'i'5^;t;< f^/V- 4 , 
6 - V':^ yf/V- 5-:^fV7 7 /l^T 5/^>'Fyy-7 — T 

;W -2, 2-i^:^f-fV:/u/<yr N- ( 2 -J^f'yV'^:^-;' ^/i^- 4 , 

6- i;>.?if-;w- i-T'p f/w-5--x;w77*'r>'i^T5y'i'y Fy :^-7 — r 

25 -2, 2-i^/^i-jV'f^y<yT^Y. N- [1 - {2-:^Y^i/:^^ 

;u) -5-;^^y^ju7t^-ji,rxy-4, 6 f-zw^r >' Fy y- 7 ->r 

/V] -2, 2 -v?^^/V::/'n/<yT^ Fs N- [ 1 - (2-^ h=¥^'3:^ 
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;w) - 5 ^ >';^/V'*-;wT $ y - 4. 6 - v'^ f^/w^ y K y y- 7 --T 

(Mfel) 
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.R' Rl2a ^/^' R'^ 

"'-CC^ " 

'^^-^N 2) T^yS<0«S ^^^'^V 2) ::ihPS(D3S7C 

H r8 

(II) (III) 

r5c0 2H (V) j^i 

(IV) °(V1) 
OjN R> Rl2a ^A^/**' R'^ 



\j8 HN " 

0 O 
(VII) (VIII) 



X Rl2a Rl2a 



HN V* HN 



0 O 
(la) (X) 



HN ^^4a 

(lb) 
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7JP2003/009012 



^)-)Vm^7h'^)-^hhW<%^VY')V\^^m (la) ;j3i0 (lb) *S!iit 

'>;>«^/V';i5/>'V'7j?=/K ;< h=^ri^^5^/l^;t-=¥i^:«?>'l'#=/K 2, 2, 2-hy^ 
tert-y h'Sf^i/i^/UTj^^/U (£ilTs Boc^^^5) x ^V'^)\^. h y ^^^W 

15 i^y/w. h y^^/u^ds^tf p,ix5o 

R^''"dS7K^mi^'Cfc5'fb-e'«5 (I I I) 14. R^^'dS^^Jj^^-CfeS-fk-g- 
i^) ( I I ) [J. Eric Nordlander, et al, , J. Org. Chem. , 46, 778- 
782 (1981), Robin D. Clark, et al. , Heterocycle, 22, 195-221 
(1984), Vernon H. Brown, et al. , J. Heterocycle. Chem., 6(4), 
20 539-543 (1969) ^jItc UT>f y K y t^ATLT % J 

L -C®!ag1- S ^ i: z)S -e # S o 
R'^'iSiSiKT/w^/wS-CfeS^k-a-^^J (III) fix R^=";iSMT/w^;w 
Hk-Qh^^^^ (II) [Bell 20, 311 d>e>±IHi: |^fil<Ol@*ig 

25 R'2.dSi£i|iT/U3=¥i>'MT/W=aE^>'VST*fc5'fk-a'^ ( I I I ) SUfe 1 

-a lc^-t;^&jj: i 9 jlSig-r 5 r h 5o 

(iS!&l-a) 
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(1 1 1) 



5 ( I I a) [Christopher A. Demerson, et al. , J. Med. Chem. , 19, 
391-395 (1976), Gilbverto Spadoni, et al. , J. Med. Chen., 41, 
3624-3634 (1998) Sr#M] irMTci^X^ y V >it^^Km^ . T^^S 
t:^mhXit^m (lib) 5!fe(cgfl5:|!E^3JO;^fetc-Ct Ko^i/S 

10 1 ©'fk-a-'fe (IV) tt. it^m (III) ©-<y-^>'^±fci^t:gE^(7> 

^t-a^i^ (VI) fi, -fb-^t) (IV) ici'fb-g-J^ (V) *fctt;^7/V/1?=3r;//l-StC 
43 Jt 5 S*Si4fl^«5: SrS^S $ -fr tSSiS-r S ^ t 1 5 o 
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ttii^ 3 0 ^~ 1 0 mmxh?>o 

mm) ^] . S-ftT^ K (-1- 5^i/-/l^^i©T^ K) . =^7.7- ;v (i/T/7< 

N, N' -v^i^:^' n^^v/yW;(;yW/}?v?^ ^ K^WN, N' ->^@^;:&/V7j? 
15 5 Kl^; 1 -otf-zw-a- (3' -i^;i'^/\^r^/:fn\^;v) ^/v^^iP^ 

iJ' P^=3S^i//l— N* - (4 -v^^if^/WT $ / n^dei/7k) fi/V^iyyf^y^ 
^<^;;&/VjKv?>r ^ K^b-a-«K> ; N. N' -;t^;i'/}?::^/i^v?>f ^ N. N' 

{b-a-ife (VI I I) fi. -fk-a-il^ (VI) S:S#:^*P©;&j£lcr= hP^kLT 
{b-g-*! (VII) #^)iifc{b^«b (VII) ©T^y^^SR" Srlftlt 

^Si:LTtt. -ftaS^SSl-JSCT. Tl^/W^/W. tert->^ hdj^i/ 

;)!;/i.#zi/K h y ^-'^^■e*>tl«. ^ (iSSI^^ h y 7;W:^-ug^®^) (cioT 
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it^m (la) tt. -fk-e-j^ (VIII) (ix) ^srs^s^^-sri: 

h^hy/K h7t KP77i^, ^pp;jNyPA, M^f-^:^^ 
10 ^y^y, Yjv:x.y^ ^i^uy^ B^^^^^s n, N-i^/^/un^ji^J>>T 

-fb-a-i^ (VIII) tit^ii^!) (IX) irc^^ffl^/vjtii. #|;iPS^ii?5:v>ds. 
it^!^ (VIII) l*yV'}j:>^tUr. l~5*/w. L< m ~3*;K^{b 

15 (IX) iS:fflV^S©^50*LV^o 

ommmm. -tvv i> h^i^ h\ -rvv h^i^ k. y a- 

20 tert-::^ h'Sf^i^K^t^T/W* y ^JiT/W^iy- h> TK^^k-:^ h y 5^ A, tK^ 
jb;*y t^A, 7K^>^^:;(//^v-^>A^<^7K^^t:^JS'^b'a•^fe^fc^^^y3:5^/^T5:/. 

SJE&iaSttii^- 1 0-1 oot:, »*L< tto~6 ot:-cfc!9. sjsSNpW 

25 fk-g-ife) (lb) -fk-g-i^ (la) (D=^hami:^i^^^(0:^Wi\Z.Xi^7cL 
Xit^m (X) Sr#. mhtitzit^iigii (X) Mk-e-ife (xn SrSJc&^-frS:: 
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it^^ (X) tit^m (XI) toRft^it. sf&^piUL^iv^^M. 
^^t;^^yy. mt^^yy. ^y^y. Vji^^^y. ^i^uy, g^ggai^/K 

it^^i (X) ir^b-a-ife (XI) i:©^ffi*/ujt«. i|#l;:lS^«/iV>:6S. •ffc-e- 
4& (X) 1^/W13:^LT. l~5^-/w, ^J*L< ttl'>-3*;K^>'ft:-g'«l^ (X 
I) ^^fflv^^t^d^^^ bV^e 

m.. fcL<»*7KK^b-f > y 7Kife>fk*y i>A^©7K^'fbT/w;^7y^jiii^ 

tert->^h:^ri^K^©T/l';«;y^||T/W3 7-h. TK^jb":?- h y !> A, tK^ 
15 fb*y!?A, 7fC^^k;&/Wi/!>A^(^7Km'fl:^JS'fb'a'«|il»*fctthy 3:5^/1^7 ^^'^ 

^1:^% (X) t^mt<D'^m'^fvit\ts #f-PS^f^'^^v^*^ -fb^j^ (X) 1 

"^Mzn UT. 1 ~ 5 ^/K . t < 1 ~ 3 '^f\^<D^mt:m^^^(Otmt. L 

(CioT^J^fSdS, ii^, -3 0~15 0t:T% 3 0^~1 O^^M-C^bSo 
(Ilij£2) 
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(Id) 



R'''\t^mT;\^^/i'm^tc\t^mTji^='^i^m^7T^-ro ] 

(I c) HXXJ^ (I d) Sr$!l3t1-5;^iSfet?fc5o 

it-^m (I c) li. -fb-a-i^ (X) Kit^!^ (XII) ^SJE&^^SwirJcj: 

^y-lfy, b/V3i>', :^v'V'>', ^^aL^;v, N, N-v^^f-/v*/i^AT 

it^m (X) it^b-g-l^ (XII) k(O^PS^;vitU, #l^:|JS;ett/iV^^^ -fk 
15 (X) l^^i^Jc^PfLT. 1 -'5*;U, L< lil -3*/K^^I::-^«i^ (X 

I I) ^fflv^5©dS^*UV\ 
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tert-:/h^i^K^OT/W;&y^JiT>'W3^-h, TKl^^b-?- h y !> A, tK^ 

RfSmSJiii^- 1 0~1 0 or. »*L< tt0~6 CCt?*)*). 

-fb^i^ (Id) tt. 'fk'^!^ (I c) (0-coR"'S^^tt*fcfiT/w;!& ytt 

(®j*3) 



NH 

o )-r5 

(X) o 

(I e) 

5o ] 

15 SSi^feSt*. R^*S-NHCONHj-C^55ffS>f Ky i^-fk-a-^ (le) 

^k-e-tfe (I e) tt. v^T:^^-^^no;^^UjIx=yk^yi^T^-b^O>f 

[S. R. Sandler, W, Karo, "Organic Functional Group Preparation" , 
20 Vol.2, Academic Press (1971), Chapt. 6] |::t^V\ it"^^ (X) t^hW^ 
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Rl2a Rl2a 



(VI) 



ro( )j8 2) 7x/m<o^m 



1) T$ys»^A 



R" 
\ 

HN— A R' Rl2a 
(XIV) 

R" 
\ 

HN— , 



IN— A 11' Rl2a 



HN 



(XVI) 



V 

HN-A yR' R»2« 

J La* 



HN 




(XV) 



HiN— A R' R,2, 



(XVI I) 



,4* 



(I f) 



[Sicf. R\ R\ R\ R\ R'. R'^'isiLX/Xit. ^tl^Jiif 

5 SSr^-fo ] 

t) -C*Sta$tifeiSiKr/i^d^/wSr-as>5«r*a-f :^Ky:^<b^'fe (If) SrSiat 
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it'^^ (VI) fC/NP'// p^f^/Wk [R.C.Fuson. et al. . Org. React., 

1, 63(1969), G. A. Olah. et al. , " Friedel Crafts and Related 
Reaction" Vol. 2, 659(1964)#fig] ^^t 9 ir^Ma^/ ^5^/^SJ^:;t1■5'^b-a• 
ifel (X I I I) SrSJig-f 5r fcids-ct, tit. mXh-lt^^xi^j ^f-jumoy^s 

fi^m^^-t^^t^m (XIII) ^mit-f^^tit^x^ho ^^t-. ;i(Dx@ 

-g^*^ (XI I I) Sr-ttb€*i|!15g-r5ii:dS-t?§6o 
fli'g-tfeJ (XIV) W:. -fb^itfej (XIII) IviiflcfE^/jjig^Slg^^jt&lJiJ: 

#5o wwT% R* fciO^R" t>l-T5 y'(!^il^X*fe5^t:'e-4^ (XIV) 
15 tmhfl^o R' *3it;R" 2: LT^ ^BJx.«. -'f/^o 

^b-a-'Ki (XVI) tt. SSiSfe 1 o^k-a-ife (VII) d>p>>fl:'^<ia (v i i i) * 
ST^k^Jfe (I a) i:mk1r^1jmtWi^<Olsm\ZX.^Xs ^t^m (XIV) 

25 d^t>®ljt-rSii:>J5-C#5„ 

it^m (XVI I) tt. -fb-^ife (XVI) (07^J^m^TL''^^W^^(D 

Ism^iioxmM^'thzbViii^Wt-thz.tls^x^^o 
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^t^m (I f) li. mmi<Dit^m (x) \zit^i^ (xd <^s^s^-fr-C'^b 
-a-i^j (I b) im^i^-t^:^mtmm(o:^m^i:^x. \t^m (xvi n 



HjN— A R' Rl2a ° or 



K^^-V R I^'C 0 N H SO 2C 1 (X I I ) 
(XVI I) . 



HN-A /R Rl2a 



(I g) 




iS 



(Ih) 



$!ife5«. R» dS-NHSOjNHCOR'" (R'" ttiSiKT/V^/W^t fcttiS 
iRT/Wadfi/S^^i-) ^fett-NHSOjNHj •CfiJfe^iVfc^SigiT/W'^/WS 

10 Tfc5ff«-r y Ky ^z-fb-a-^ (i g) *5j;t)^ (i h) ^m^-f^ism'^h^o 
it^m (I g) *5J:U5 (Ih) li. |!ii£2 i:lll^(^::^?fefcj:oT. 'fk-g-'fe 
(xyi I) t^hmkir^^tfi^'^^^^ 
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(XVI I) 



(I i) 



y^vyit^n^ (I i) ^isiitfs^itx-fcs, 

it^!^ (I i) tt. mm3tm^(D:»m\^i:^x. it^m (xvi n t>h 



R\ R\ R«. R«. R»fe<tt;R>*'«K[|Bi:I^Si|-C*)So ] 
■f) R^dS;K^Ii^-Cfc5frji>i':^Ky v-^k-g-l^j (I j) SrMjgfS 




O2N R' Kl2t 
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it^m (XIX) fl. m^K^it^^ (la) i)-hit^!^ (X) i:mxit^ 

m iih) ^mT^i-^:^mtm^o:^m\::ii^xit^m (VII) d*e,sijt-r 
^b^ii^ (I j) tt. -fk^ti (XIX) (D7^/^mmR''^^i^^^(o:$m 

(|Slj£8) 

~>^>-< ^ ''->^/ 



o 

(XVI II) (XX) 

y*^ HN " 

(Ik) (ID 
[^tf. R\ R\ R\ R\ R*°*3J;DJR^^''«Btri5i:l^tax-&5. ] 

10 tei0iT;W3df'>S4r^-r) *fett-NH S OgNHaT?*) 9 s R^;^7Km0^T? 

i?5M-i':^Ky y-fk^i^ (Ik) (i i) a7^-rh:^mxh^o 

it^m (XX) tt, iUife 2 <^ jk-e-ib (X) t^hit^m d c) srSiit-rs;;^ 

jfei:lRl«©;^felJ:J;oT'fb'a'«fe (xvi I i) d*P>Si3g-f «r ids-^t 5. 
{k^ffe (I k) tt. 'fb'g-'fe (XX) <r>7KJ^^m^''^^^^^(0lsm^ 

.15 J;oTlDlil^ii:5::<t{-<}:oTSiig1-5r.i:ds-C-t5<. 

^k'&ife) (I 1) tt. it^m (I k) O-COR^^SSr^l^tfcliTyi^jt; y 
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mm 9) 




II \ R' 1 



R^b-X (IX) 




-S-NH . 

yJ-2 

HN \>4b 



(I j) 




(I b") 



[^tf.. R\ R\ R«*5J:t;?R'2MiBuiBi:lllSi|-efet). R^MiT 

»ife9«. mm^yvvyit^i^ (ib* ) ^{k^i^i (i j) d*e>$sijg-rs 

it^!^ ( I b ' ) tt. 1 ©^b-a-i^ (VIII) ( I X) ^Rit 

^^^t^^ (la) %:mmir^:^mtmi^(Dlfm\z.X^xmmt^:il:i>i-V^ 

10 5o 

(IS&i 0) 




(I d") 



5c ] 

StiSfel ott. m^^yh*}}y^t^fis He') feit; (id') 
5 (I k) d>t5®i)i1-5;^&-cfc5o 

^b^«^ (I c' ) fi. S!i&9 irl^^j^. mmioit^^ (VIII) 
m (IX) «rS^^F*<b^«^ (I a) ^SJitf 5;^j5feil^tl©;^&{::ior|i{ 

^b-a-i^ (I d' ) tt. -fb-a-i^ (I c' ) (^-coRi°^^^tt^^ciiT/w 

mm 11) 
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R'^cOjH (XX I) *fc|4 




(XX III) dm) 



mmint. R^is-NHsogR" {R'>itT/u^/vmtfc\tT v-^\^m^ 
it^^ (XXI I) mmi(Di\:^^ (IV) (vd ^i^i^ 

■t-5;^i5fetl^««);&-&Jca:oT^t-g-4^ (vi i i) if^k-^i^ (xxi) d^e)M 

10 ^b-a-ife dm) fi. nm\<oi\:^m da) t^hit^sso m ^^^xit^m 

(I b) ^S:SSl3g-r5;^?£i:ll^<^;&&lcj:oT^b^i^ (xxi i) t^h^^-f 
(SliS^i 2) 



wo 2004/007450 




R* Ri2a ;*yu;J?^i//i'Si;:tJr}-5 



rI^cOjH (XX I) *:ft:tt 




o 




l^^. R\ R\ R\ R\ R'\ R'''^XX/R'^\tmfd,tmMm'Oh 

5o ] 

Si&l 2fi, (I) tf, R'dS-NHSOjNHCOR'" (R'°fii£ 

fct). R* ;6S-cOR»' (R^»«:7K5!liK^*fett<£iRT>'t"¥;V'S«r^-ro ) 
-efcSM^y Ky ^--fk-a-i^ (in) jo^t;? do) M3i-r5;^&x*fc5„ 
>fl::^J^ (In) fi, Mifei 1 M^K^it-^i^ (i v) d^fp^b-g-*!^ 

(VI) «r5Slji-r5:3^&i:l^«<^;^fe{::J:oT^k^ti (ik) kit^^^ (xx 
10 I) d>e>$!13tt<5ii:d5-e#5« 

^t-a-J^ do) tt, -fb-a-ife (In) <D-COR'''mi:m^i^tc\tr;u:fy V 



wo 2004/007450 ^||f/JP2003/009012 



R- 

(lib) (Ilia) 



R" 



R*CO,H (V) mfctt 



R< A/v^^v-yvSICfclti ^--^/^ A-OR" 

/^N HN V 



(iVa) °(VIa) 

y>-N ► ^ 

HN \.8 HN 

(Vila) (Villa) 
OjN r' OjN R' 

•"""y-A/ ^ ""y^/ ^ 

°(xxiv) ° (XXV) 



(XXVI) 

TfeS^k-a-^fe (XXVI) S:S!iit1-5;&-j£t?*>5„ 
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10 WL'^m (IVa) fi. {"c^m (I lb) Kp^i/S<Sr.i{*:^^®;&-ifelz: 
T^^U -fk^itfe; (Ilia) Sr#. 1 ©jk^Jfe (III) 

m (IV) «r$Sl3t-rS;&fei:l^«©;^ffitJ:J:oT|Slii1-5::idST?#5o 

\\^^m (XXIV) SI&K^'fb^ife (IV) 1i^h\\L^m (la) ^SrMat 
■r'5;^i^i:PI^<o;^fetj:io-c^t:^2Ki (iva) •b^hW-^-f'^^hl^'^^h, 

15 >fk-e'<K> (XXV) fi. \Y,^m (XXIV) ©t Kn=^i^^^f|SR^'»Srl)iilt 

\t^m (XXVI) H:. \t^m (XXV) ©tKnds^^^S^, ^^n^v%=i- 
25 ^fV'j-t-Mt^m}iRl^^^^'^^b\^i.-^^WVc^(n>l5m^^^X. it^<^ 

(XXVI) ©-A-B-R'^dSiSiSiTyUadpe/MT/l'^^'VSSfettM 

ryi'^yw5";*-<SiK7/w=¥>'V-Cfc5<b'e'iK» (XXVI) SrSlii-rs t 5. 

36 




wo 2004/007450 ^PfJP2003/009012 

tfc. -ft-^t) (XX V I ) <^-A-B-R^«;J5^SigiT/«^=i^v'MT/W* 

j^ym-^h^\t^m (XXVI) tt. -fk-^ife (XXV) iR's-x (^b-a-!^ 
(XXVI I) ) [^4". R'**5j;tJ?X«HtJEill#^-eS)5o ] SrSje$ 
* 5 w t i 5 g fls|!E^ o ;^ j£ J: o T 4> 5 r 355 T' ^ 5 , 
5 tfc. (XXVI) (0~K-B-R^^1i^^m.r;\^^)^=}-:tf^m.r;i' 

^JV^X-h^\\:^m (XXVI) tt. ^t^m (XXV) Kc^af^i^'aSrgfls 
|!E^©;^?fetCT:^:t-/wS(::ggftU. ^^-^m (XXV I I) SrSlS^-frS ;i i: 
»j: J: o -ci St 3i1- 5 r. d5 # S 0 
M&i 3-e®{jg$ti5^li-a^ife (XXVI) fi. ©igfei-asytiiM&r-i 

(Mfel 4) 




Rl2a O2N ^R' Rl2a 

v,,„ r34^'t> 



(XX I X) 



OR 



16 



02^^ X R«2a O2H Rl2a 



R-e^UiH r3— J- 10 ^ r: 



(XXX) (XXXI) 



C^Ef. R\ R9. R\ R»*\ R^«. X. A^it/BttirlBirl^SiS-Cfc 
15 9. R^'ttTK^E^^fcttt Kn^r->i;^^S^^^-r„ ] 

ISI&I 4tt, R*dSMT>'i-=J=^re^<£iaT;W:3^/wS*fcfi^iaT/P^/i'5';r 
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h^it^m (XXXI) ^mmir6:^mx'h^o 

\t^m (XXIX) ft. uWii<D\\:^m (VIII) t^t^m (ix) t^h 

(I i:mkir^:^mh:mU<D:^mziL^xit^m (VIII) k^t 

5 (XXX) 14. R^«;i5fc KP^'Vii^^S-CfcS^'g'. -fb^^^ (XX 

I X) Yxi^iy%mmK'^^U^^^(Dlsm\^i:oXmM^'th^h\z. 

-fk-a-ife (XXX) -fk-g-ife (VIII) fcR^«dS7K^JS^-C'fe5 
it'hm (XXVI I I) d^e>S!f5i-r5r ir^b-C^S, 

10 -fk-a-Jfe (XXX I ) Slifel 3<^{i:'a-Jfe (XXV) t^h^t^m (XXV 
I) <S:iii5t-t-5;^j£i:llil©:i^ftl-J:oT{k-a-ife (XXX) t^f^U'^-t^^}! 

Sl&l 4-CM3t^n5'fk-a'ifel (XXXI) »!&l~3^yc:l4Si&7~l 

15 i!l5g-r5::i:dST?#5o 
(gliSfel 5) 



20 SSifelSW:. S!t&2. 5 fc«ti;8 T'^ffl-TS^k-g-iKJ (XII) ^%^ir^:^ 

25 5ri:(cJ;oT. R^'>dS<Sj8i7;W=3=^r'>S-efeS^b'e'2|^ (XI I) 4r-eti^ 
{b-e-ife (I) O'T Ky :^#l&0 5m^§PtCiim-r5R'*i55<Sig^T/W'¥-'W 



CIS02NCO 



R'XONHSOjCI (XII) 



wo 2004/007450 ^PfJP2003/009012 

^X\::ma^^-r^m^. llslJfcO. Img-S Omg/k gflcjl^l 0 1~ 



15 xm^^ti^i>(ox\tti\\ 
mmmi 

N- (4, 6-i^;^f-/V-5-=^hti-l-:t^^/l^-(y}^Vy-7-^jl^) 
-2, 2-v^p<f';v::^o/^y7^ K 

(1) 4, 6-i^^f-/W>' K-yH 6 0 gSrS^ms 0 OmHc^«?L. 3jc?& 

20 T-ci^ryTKm'fbJj^i^^-^-by •j'Ai 3 8 g^rn^K-c^yiyjasiPL. i^m^r- 
25 1 3 5 g ^^ipx.. ^ta-e 1 mmmnvtc'^. ^w^^iiaufco m^k^^s^^ 
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IR V (Nujol) cm"' ; 1655, 1595. 

'H-NMR (CDCl,) 6 (ppm) ; 2.18 (6H, s), 2.30 (3H, s). 3.00 (2H, t, 
5 J=8. 5Hz), 4.03 (2H, t, J=8. 5Hz), 6.66 (IH, s), 7.89 (IH. s). 

( 2 ) (1) X^mhi^itit^^ 2 0 0 g ^Srg^S^ 4 L K^M U 7i(.^TVM:m 8 
SmLSrtSTL. ^jfi-C 3 O^^fHJ^^^ Ufco S^S^IK^^tK 2 0 L tfiJJlSEiP L 

©e^j^s 1 8 5 g ^#fco 

IR V (Nujol) cm-' ; 1660. 

'H-NMR (CDCl,) 8 (ppm) ; 2.19 (3H. s), 2.27 (3H, s), 2.39 (3H, 
15 s). 3.06 (2H, t, J=8.5Hz), 4.03 (2H, t, J=8. 5Hz), 7.99 (IH, s) . 

(3) ^ji5gS!^4 4mL, f^Sfe 5 0 0 m L^S 5 0 0 m L ©S^lJl, 

-5~ot:(cT (2) xnhf\.fc%:^mi 9 ^ imiixj^nm\iL^ tkj^ 

-T-fe5'/V-5-^n^-4, 6-v^p< f'/W- 7 -^Yxiy(yY^} yOf^^g 2 
0 9 g «r#fco 

IR V (Nujol) cm-' ; 1672, 1654. 

'H-NMR (CDCl,) 5 (ppm) ; 2.20 (3H, s), 2.35 (3H, s). 2.45 (3H, 
25 s), 3.12 (2H, t, J=8.5Hz), 4.16 (2H, t, J=8. 5Hz). 

(4) (3) ■X?4|t)*Lfe'fl2-&«i&7 5 giS:^nDxI?yUA-pi^y-/W (1 : 1) 
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L^ilPX.. 5%i5':nvM7K. ^fP^fe^^Tk^^ 5 0 0 m L {:iT)lil^J5fe?^ t . fiS®? 

(i-T-fe^>'w-4, e-e^^f'/w^'Ky 7--('/v) -2, 2-i;^p<f- 

IR V (Nujol) cm-' ; 1677, 1639. 
15 'H-NMR (CDCl,) 8 (ppm) ; 1.27 (9H, s). 2.17 (6H, s), 2.29 (3H, 
s), 2.94 (2H, t, J=8. 5Hz), 4.09 (2H, t, J=8. 5Hz), 6.87 (IH, s), 
9.09 (IH, br-s). 

(5) i4) X^bflitit^i^l. 9 9 E^mm2 0mL\zmmLs Tklf^rX 

-2, 2-i^}ti-/vytiy<yr^V2. 2g<S:#fco 
25 IR V (Nujol) cm"' ; 1670, 1641, 1583, 1528. 

'H-NMR (CDCl,) 6 (ppm) ; 1.27 (9H, s), 2.11 (3H, s), 2.15 (3H, 
s), 2.32 (3H, s), 3.04 (2H, t, J=8.0Hz), 4.16 (2H, t, J=8.0Hz), 
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9.07 (IH, br-s). 

(6) (5) X^'^htltcit^mO. 8 g^/^ y-y\^8mHzmML. 4M7K 
^{k-f by !>A*^^3mLSriD;t. 8 Q-C-C 1 5 5>^^#Lfc. ^/±TT'^ 

yyl/j^/^A^n-r h^^7 7^--eMSib. N- (4. 6 - i^p< ^/U- 5 -= h 
n^yKj;:^-7->r-'W) -2, a-i^p'f'/VT'o^^yT^ KO. 68gSr# 

IR V (Nujol) cm'' ; 1643, 1597, 1508. 
10 'H-NMR (CDCI3) 5 (PPm) > 1.35 (9H, s), 2.14 (3H, s), 2.16 (3H, 
s), 3.01 (2H, t, J=8. 5Hz), 3.67 (2H, t, J=8. 5Hz), 4.26 (IH, br), 
7.03 (IH, br-s). 

(7) (6) ■^mhfltcit'^^S. 5g^N. N-v?^^;V*/WAT$ K4 0 

15 yv-a:^) 5 7 6mgS:^tJ»Lfco Mm.!^ I O^mmWLIt^. B^^t^t 
^f->\'2. 6mL%^JPxi. $ ?>{C|^?aA-Cl 7^rami^L]fco tKI 0 OmL^ 

20 IR V (Nujol) cm"' : 1649, 1597, 1560, 1516. 

'H-NMR (CDCI3) 8 (ppm) ; 0.88 (3H, br-t), 1.08-1.51 (12H, m), 

1.33 (9H, s), 2.03 (3H, s), 2.10 (3H, s), 2.86 (2H, t), 3.23 (2H, 
br-t), 3.54 (2H, t, J=8. 5Hz), 6.74 (IH, br-s). 

]) y- 7 -^JU) -2, 2-i^/i'jU-^u/<y7 K \f 
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^-3. 3 2mLilrJPx.. J|C?&T-r?P< ^ i^^>'^^^^--'^^^ p y K 1 . 2 3mL$:fg 
IR V (Nujol) cm"* ; 3358, 1665, 1597, 1502. 

'H-NMR (CDClj) 5 (ppm) : 0.88 (3H, br-t). 1.18-1.58 (12H, m), 
1.34 (9H, s), 2.10 (3H, s) , 2.15 (3H, s), 2.86 (2H, t, J=8. 3Hz), 
2.97 (3H, s). 3.15 (2H, br-t), 3.24 (2H, t, J=8. 3Hz), 6.10 (IH, 
15 br). 6.85 (IH, br-s). 

N- [5- (N-T-fef-/W;^/l'77^-('-'l^T ^ y ) -4, B-i^^^/V—l- 
:t^'^/V'^yY]}y- 7-^/1-2 -2, 2-i?:^'f-/uya/<y7K V 

(1) i^®^2. OmUC, 7K^TX^nx37./i't^^JVy( yi/T^-V3. 04 

-T/i^iJ'p y Kcoj^fas. sig^^yto 

(2) mMmiXm^flitit'^ms. a g^:^^ /-J\^-V)\^:^y (3 : d 
OiSJRl 1 OmU^i^ftPL. 5%/-?7i^!>i.-^^0. 4 5 g SrAPx.. ^MT*. 
2k g f/cmMc-Cl 7l^rag?ftlj7K^8l*Ptfco /^•7i^l>A-^^S:^iiSL> 

25 ^i±T-C^]^«:S*Ufc:m. # e)^^^^!^ a p 3 0 0 m L J::^^ L 

/VAi^SSLfc. #e»*Vfcgig (N- (5-T$/-4, 6-^;?p«f^/W- 1 - 
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:t^f'J\^^yh^])>-7-^;i') -2. 2 - v^^ ^/I^T'p ^^^T $ K) 2. 6 
7 g ^^i' cinJh/VA 2 7mL(C^«f - 1 OtJ-e h y J^f^/WT 5 1 . 2 m 

L*5J:t;5 (1) -e#e»tifc^k-g'ti2. 2 5gS:JPt^ o^^ra^ittfc. 
RJES^St:: 1 0%^3^:^^7k^Sr^IP:is n p*/wA 1 0 0 m L"X?ttffl Lfc, n 

7J>,i^n-7h^7 7^-X'1^m\^1to nhfl±l^^t: h>'W3iy 5 OmL-eSig 
^ M-fb-g-tJ^J^fa 1 . 8 4 g 
IR V (Nujol) cm"' ; 3302. 1701, 1649. 1163. 
10 'H-NMR (CDCl,) 6 (ppm) : 0.88 (3H, br-t), 1.00-1.70 (12H, m), 
1.29 (9H, s). 1.93 (3H, s), 1.97 (3H, s), 2.08 (3H, s), 2.77 (2H, 
t. J=8. 2Hz), 3.14 (2H, t, J=4. 5Hz), 3.40 (2H, t, J=8.2Hz), 5.00 
(IH. br-s), 6.80 (IH, br-s), 7.09 (IH. s). 

mmm4 

15 N- [5- (N-p< h=¥i/;(;yV':a?=/V;^/>7 7*^>'^T^ y) -4, 6-v?p« 
f-zP- 1 V Ky 7 --f/W] -2, 2-i^yii^/V:/u^<>ri 
K 

^fry-/]^0. 1 3mL^mit?^'f-l^y2. 6 m L (C^JflX-v - 2 0 "Ct?^ o 
B^;U7l>^7Wyi/T^- h 0. 2 9mL;^An;t. - 2 OtJ- 1 0'C"e2 0^ 
20 mmWhito Elt-m^N- i5-T^/-4, 6-i^;i'f';U-l-:t^^/\^^ 
-y( ;V) -2, 2 v?^ f^/t-yo /n°>'T 5 K 6 1 2 m g *5 i h 
yai^/UT^yO. 4 6inL$r;!jn^. -9t:-T?$^tw3 O^K^i^Lfeo SJCS 

25 fco #?)HfcM^i^y ;5^'//w;i(7 7Aj5'P-r hi/^^-f— c*»SliU. ^M-fb-^ 

'l&<^ig^6 0 lmg&#fco 

IR V (Nujol) cm"' ; 3300, 1736, 1655, 1597. 
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'H-NMR (CDCI3) 8 (ppm) ; 0,87 (3H, br-t), 1.00-1.60 (12H, m), 

1.95 (3H, s), 2.10 (3H. s). 2.77 (2H, t, J=8.0Hz), 3,15 (2H, br- 
t), 3.42 (2H, t, J=8.0Hz). 3.78 (3H, s). 6.70 (IH, br-s), 7.03 
(IH, br-s), 7.26 (IH, br-s). 

5 mMm 5 

N- [5- (N-tert-:/ h'^>':^/\^t^=-/V':^/^7 7'^^ S. /) -4. 
6-':?p<f-/V- 1 -:3j-^f-/W>'Ky V- 7--r/W] -2, a-i^^f^/UT'n 
/<y7^ K 

tert-^^? y -/UO . 8 5 mLi:m.it/^uy 1 7 mUZ^ML. -1 
10 o =.j}^yf yi^T ^—hO. 7 7 m L ^Sr;t/P;i. UliaST: 3 0 ^ 

mWhit'^k. N- (5-7$/-4, 6-i^>^/i^- l-;e"^'^/i^-r>'K 
yy-7 — f;v) -2, 2-i>?;if-/]^-^u/<y7X\fl. 6 6 g *><t(J« h y 3; 

m^t^mo^^^ 1 . 9 g i^#fco 

IR V (Nujol) cm' ; 3371, 3167, 1755, 1728, 1655, 1597. 
'H-NMR (DMSO-dg) S (ppm) : 0.88 (3H, br-t), 1.05-1.80 (21H, m), 
20 1.49 (9H, s), 1.98 (3H, s), 2.14 (3H, s), 2.78 (2H, br-t), 3.17 
(2H, br-t), 3.39 (2H, br-t), 6.69 (IH, br-s), 7.16 (2H, br-s). 

mmm e 

N- (4, 6-i^;<f-;v- 1 -;i-^^/w-5-;^;w7r'^'^-'^7$ y^r V'Ky 
y-7-^r/V') -2, 2-i^;^f'/\^:fn/<y7^}f^Wt^ 

25. MMmSX-'^htltcit^^l. 86s^^Wt7. SmLCl^^L. 7|C?&T-C 
8. 5 lMlfi{k7K^2-:/'o/NV-/V^^l. 98mLS:i)Dt. mm.&X20 
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J^O^^H 1 . 3 4 g 5r#fc„ 

IR V (Nujol) cm"' ; 3290, 3225, 3059. 1676, 1508. 
'H-NMR (DMSO-de) 6 (ppm) ; 0.84 (3H, br-t). 1.00-1.95 (21H, m), 
2.13 (3H. s), 2.30 (3H, s). 2.95-3.50 (4H, m) , 3.81 (2H, br-t), 
5 5.50-9.00 (3H, br). 8.55 (IH, br-s), 9.37 (IH, br-s). 

N- (4, 6 -i^^^/V- 1 5 - y Ky 7 -'f 

/w) -2, 2-i^:^'f'ji^'/ny<yT% h*mJSkU 

N- {5-7 \ y - 4, 6 -v^^^yv- 1 y Ky 7 

10 J\^) -2, 2-i^;if'J\^Z^u/<yTK V5 0 Omgimt;^^l^y5. OmL 

WhtCo ^^^;;^^^^7K5 OmL^Sr^Px.. ^J'onTh/WAl 0 OmL-ettttiLyt„ 

n Ifyvai— r;VOjllKi t) ffjg^ mMit^fSlKOf^^ 4 0 7 m g 4:#fco 
IR V (Nujol) cm"' ; 3510. 3364, 1701, 1672, 1654, 1516. 
'H-NMR (CDClj) 8 (ppm) ; 0.87 (3H, br-t), 1.00-1.60 (12H. m), 
1.41 (9H. s), 2.04 (3H, s), 2.16 (3H, s), 2.90-3.40 (4H, br), 
20 3.60-4.10 (2H, br). 4.00-5.60 (3H. br), 7.10 (IH, s), 9.35 (IH, 
br). 

mmms 

N- (7-p<^y;^/w*^;ur $ /-4, 6 y Ky 5 — < 
/w) -2, 2-i^;<f^/i'!^vf*;(;:/T$ K 

25 il) mi&mi il) X''^htltc^t^!^l 1. 0 g^Srl^^S SmLlZl^^L. 

^Ifco mUet.X3 O^mMWLitms i^a^^/V-^:— 5r/W2 0 0mL<SrAPt. * 
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niTTj^<^\c2 o^mmwLtco mm^^mwLL. i-7-fef-yu-4. e-i^ 

IR V (Nujol) cin-» ; 1663, 1520. 

•H-NMR (CDClj) 8 (ppm) ; 2.17 (3H, s). 2.24 (3H. s), 2.30 (3H, 
5 s) , 3.08 (2H, t, J=8. 5Hz), 4.12 (2H, t. J=8. 5Hz). 8.00 (IH, s). 

(2) 1 0%/<7i^'>J>>-^mi. 4 g ^^^J^y-zva 0 OmL^Cil^S$•frfc 

(1) ■e#e>ttfc^k'g"#> 1 0. sg^^jpx.. 4 0*0. 4kgf/cm»-e 

10 5 0ml ^^JPx.. lafPfiWTKl 2 5mL, ISfPctJSTK 1 0 OmL\ZXm^^^ 

yW-5-T^/-4, 6-i^7<^/W'1':^ Ky ^'©igSS. 7 4gS:#fc, 
IR V (Nujol) cm-' ; 1626. 

'H-NMR (CDClj) 8 (ppm) ; 2.06 (3H, s), 2, 16 (6H, s), 3.03 (2H, t, 
15 J=8. 5Hz). 3.42 (2H. br-s). 3.97 (2H. t, J=8. 5Hz), 7.87 (IH, s) . 

(3) (,2) t^^hflfcit^^5. 0 gSr^aPJl^/VA5 OmL{C^®$*, 
Tk/^^TT? J^f'/wr ^ ^4. 4mL*5iU52, 2 - v?p< f^/P / ^ /V 

20 a^:»-hy iJ'A-elfejlJItfco i^BETT?^aD*/vAi&®5feb. N- (1- 
7ir'^/]^-4. 6-i^/f';U^yh^]}y-5-^/\^) -2, 2-^J' 
flJV7%Y(n>mKm\(^. 7 g^#fco #5>tl/c:?ftt^ifel 0. 7g^g^^5 

25 ^f^-kif xinit^iVK 1 0 OmL{::^^t. gSfP JWtK 1 0 OmL. ISfPcfeig^ic 
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N- (1 -T-fe5';L'-4, 6 -v?^^/W- ho-f :x Ky y- 5 - 
-fyv) -2, 2-v?^^/V!J^yT;«?i^r^ K©j^gfi8. 7 3g^mc^ 
IR V (Nujol) cm"' ; 1659, 1532. 

'H-NMR (CDCI3) fi (ppm) ; 0.81-0.93 (3H, m), 1.18-1. 72 (22H, m), 
5 2.08 (6H, s), 2.21 (3H, s) , 3.04 (2H, t, J=8. OHz), 4.14 (2H, t, 

J=8.0Hz), 7.21 (IH. br-s). 
(4) 1 0%/"?9i^!^A-^SIl. 2 g^Sr^^>'-/V2 5 OmL»j:ffi|jS$-a:, 
(3) •Vm^tlitit'^^S . 73g^J!HI^. 40t:, 4kgf/cm*-C24 

10 iLfCo #e)tl/fcaS»i:J'coxlN/wJi.5 OmLSr^JDx.. ^fPSW^K 5 0 m L . 

nxiN;wAl:@*U]/5i. #P)n:fci!S*tt«liHJ:i;?>f yT'o If/V^:— r/W4 OmL 
^]!jP^T?i©L. N- (1 -T-tf-/^-7-r ^ y-4, 6-v=p«^;i^-ri^K 
y^'-S-^/W) -2, 2 -v^^5^/i^^7yrX?:^7^ K©>^^7. 4 9g*# 
15 Ito 

IR V (Nujol) cm-' ; 1643, 1620, 1589, 1512. 

'H-NMR (CDCI3) 8 (ppm) ; 0.81-0.93 (3H, m), 1.19-1.64 (22H, m) , 
2.00 (6H, s), 2.21 (3H, s). 2.92 (2H. t, J=8.0Hz), 4.03 (2H. t, 
J=8.0Hz). 4.20-4.90 (2H, br). 6.93 (IH, br-s). 
20 (5) (4) t*^<btl1ti[:^^l . 0 gi:mt;^'f'Uyi OmL\zmM\^. ^ 

If^TX-hV^i^/^r^yO. 3 7mL*Jj;t/7«i?:/;^yi^*=/W^a y KO. 2 

25 ;^yU;)x=/WT$ y-4, y}f]) -2, 2-i^;i 

IR V (Nujol) cm-' ; 1651, 1645, 1634, 1155. 
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'H-NMR (CDCI3) 5 (ppm) ; 0.81-0.93 (3H, m), 1.18-1.70 (22H, m) , 
2.08 (3H. s), 2.33 (6H. s), 2.79 (3H. s), 3.04 (2H, t, J=7.5Hz), 
4.15 (2H, t. J=7.5Hz), 6.96 (IH, br-s). 8.77-8.92 (IH, br). 
(6) (5) -^nhflfcit^^l. 0 4 gi:/^ y-J}^l OmLKmm^'t. 

5 MT'TK^'fb't h y ^> 3. 0 . 42g<^7K2. smLtDmm^Mx.. mmw^m% 

Mx.^ 5%^3ii^S^7K5 OmL, lafPMWTK 5 OmL. fia^P^MTK 5 OmUZ. 
6 7 m g S:#fco 

IR V (Nujol) cm"' ; 1636, 1609. 1508. 1151. 

'H-NMR (CDCI3) 8 (ppm) ; 0.81-0.94 (3H, m), 1.17-1.64 (22H, m), 
1.98 (3H, s), 2.02 (3H, s). 2.90-3.00 (5H, m), 3.45 (2H. t, 
15 J=8.0Hz), 3.60-4.40 (IH, br). 6.99 (2H, br-s). 

mmm9 

-^jv) -2, 2-^y^^?i'^yTijyr 

(1) N- (1 -T-fe5"/w-7-T^ /-4, Q-'-/;^^jVy(yY^)y-b- 
20 'T/W -2, 2-i^:^^;v^y'fijyTKY5. 0 g S:^' n nj^^l^A 5 OmL 

75/ -4, e-i^:^^;vy(yY^)y-b — i jv) -2, 2 -i?^ f-zW"? 
25 ;*yr $ KO«&5fe6. 2 2g^#fCo 

'H-NMR (CDClj) 6 (ppm) ; 0.81-0.93 (3H. m). 1.07-1.77 (31H, m). 
2.04 (3H, s), 2.13 (3H, s), 2.30 (3H, s), 3.00 (2H, t, J=7. 5Hz). 
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4.11 (2H, t, J=7. 5Hz), 6.91 (IH. br-s). 8. 20 (IH, br-s). 

(2) ii) x*mhi^ltcit^m6. 2 2 g^;i^ omL\zmmv. m 

5 0 OmL;^;!)nx.. 5%i5^^>'^7K8 OmL, iafpSW7K3 OmL. ia3fP:ft::S7k 

N- (7-tert-:/ h*i^;<7/VsJ?=/vr ^ / -4. 6 - i^7< f'/W ^ K U 
-S-^r/W -2, 2-i^p<^;i^'^>^T;*>'r 5 K<^Mb^4. 8 1g^S:#fCo 
10 IR V (Nujol) cm',; 1672, 1639, 1543, 1514. 

•H-NMR (CDCl,) 5 (ppm) ; 0.81-0.94 (3H, m), 1.29-1.77 (31H, m), 
1.95 (3H, s), 2.01 (3H, s), 2.50-4.60 (IH, br), 2.96 (2H, t, 
J=8. GHz). 3.58 (2H, t, J=8. GHz) , 6.13 (IH, br-s), 6.88 (IH, br-s). 

(3) (2) x-#etifc{k-a-ii^2. 0 3 g^T±hy2 0mL\cmmh, mm 

2 0niL. ia?P:^^7K2 OmL(C-CjlIS»^U. B^-T h V ^ J>^X^mVtcm. 

20 )»Slt. N- (7-tert-:/hdf'>;{;/l.#=./WT5y- 1, 4, 6 - h V 

^;vy(yY^)y-^-^fV) -2, 2-'J;^=f^^^^t^yf:^yr%Y<D^^^l. 
2 5 g iS:#fco 

IR V (Nujol) cm-' ; 1672, 1639, 1603, 1520. 

'H-NMR (CDClj) 5 (ppm) ; 0. 80-0. 93 (3H, m), 1.28-1.64 (31H, m), 
25 1.96 (3H, s), 1.98 (3H, s), 2.82 (2H, t, J=8.0Hz). 2.89 (3H, s), 
3.33 (2H, t, J=8.0Hz), 5.96 (IH, br-s), 6.82 (IH, br-s). 

(4) (z) -(^^hiiitit-kmi. 2z g^^mQm'L\zmn\.. mmnm% 
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/-I, 4. 6- Hy;<5^yWyKy -2, 2 -i^;^ y 

r y T ^ KOigfa 7 l 3 m g 

IR V (Nujol) cm-' ; 1641. 1522. 

'H-NMR (CDCI3) 6 (ppm) ; 0.80-0.93 (3H. m), 1.17-1.66 (22H, m), 

10 2.01 (6H, s), 2.75-2.99 (4H, m). 2.79 (3H. s), 3.37 (2H. t. 
J=7.5Hz), 6.80 (IH, br-s) . 
(5) (4) -^nhtlitit^l^l 0 3ms^mt:>^^Uy7mL\:immL^ U 

15 A30mL«riPx.^ 5 Ji^^gg* 3 0 m L (;:T 2 0. ISfP^iSTK 2 0 m L I;: 

IR V (Nujol) cm-' ; 1641, 1528, 1148. 
20 'H-NMR (CDClj) 5 (ppm) ; 0.81-0.94 (3H, m), 1.20-1.72 (22H, m), 
2.01 (3H, s), 2.13 (3H. s), 2.82-3.03 (2H, m), 2.97 (3H, s) , 3.02 
(3H, s), 3.43 (2H, t, J=7. 5Hz), 6.13 (IH, br-s), 6.80 (IH, br-s). 

mmm i o 

N- (5-7< ^y:5^/^*=/^T5 y j;«f'/l'-4, 6-i^;^'f^/y^- 1 
25 ^ y Ky 7 --f/l^) - 2, 2-i^^^/wyo/-?i^T5 KtS^il 

(DUMl {4) xmhtltcit^l^lO. 0 g^mmWtS OmL\Z.mmL. 
35%*/wyy4. 2 g*5J:tJ5:S'fk:3E«&9 0 Omgi^JDxL. iS^k7K^;(/:^Sr 
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^ uu^jUA 1 5 0mL-;?2liIjSttlL^c<, ^ v n t^/UAm^^t>'tX^^'km. 

ASrS*Lfe„ mhflltN- (l-T-^^/V'-5-iJ'cicip{^/>-4, S-i^ 
5 ;^.i-;^^yWy-7-^/\^) -2, 2 - ^yU7"o/^:/T 5 K l O . Og 

5 0 0mL. ^m-kMAf^a 0 OmL\LXm^\^. fiStS^"f h ^ A-e|£iS Lfc^. 

10 /^/U-5-yf'jV'^Ah*;t'f-^\^4y¥Vy-7-^/l^)-2, 2-i?^^/l^ 
7^n/-«yT5 Kl 2. 4 g«r#^. 
IR V (Nujol) cm-' ; 1770, 1708. 1674, 1647. 

'H-NMR (CDCI3) 5 (ppm) ; 1.25 (9H, s), 2.23 (3H, s), 2.28 (3H, 
s), 2.36 (3H, s), 2.80-3.30 (2H. br), 3.90-4.30 (2H, br), 4.98 
15 (2H, s), 7.50-7.90 (4H, m), 9.13 (IH, br-s). 

(2) (1) •t?4|?>ilfe^k-a-«K>l 2. 0 g^STj^'^y-zH 0 OmL*5it5^P 

mmmhtco mBrx^m^^^L. #^tifcassri5'i3P*/i^A2oomL 

- ( 1 -T-fe^/w- 5 / ^f-;i^-4, e-i^/t/i^-fyyvy-?-^ 

M -2, 2-iP/^/v:^ti/<yr5, K^Sr^ o 1 0 OmUc^iUL. 

25 i»Srll*Lfco nhiMtmm^:^yJ^^o-Th^yy^'-xmmL. N- (1 
-r-t'^ju- 5 -teTt-'f h^i^^/l-^=^/vr ^ / 4. 6 -v^p<^ 

jVy(y)t])y-7-4/^) -2, 2 -i^^ ^/uyu^<y7 ^ h'(Dl^^ 1 1 . 5 
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g ^mc, 

IR V (Nujol) cm"' ; 1678, 1645, 1514. 

'H-NMR (CDCl,) 5 (ppm) ; 1.27 (9H, s), 1.44 (9H, s). 2.19 (3H, 
s). 2.24 (3H, s), 2.30 (3H, s), 2.80-3.30 (2H, br), 3.90-4.30 (2H. 
5 br), 4.36 (2H, s), 4.40 (IH, br). 9.12 (IH, br-s). 

(3) (2) -r^mhfiitit^il^ai 1. 5 gSr7<^/->'»^2 OOmLtei^^L. 
2. 4 2MA(.mti'hV ^J^^^^me Omh^mt. 5 0 t-C- 1 5 I^K^i^ L 

tKI 0 OmL, lafP^ISTKl 0 OmHC-Cl«J^J5fc?^L. m^i- 
10 ^^Ltc'4k. i^ffTT-^ P tajJ^/WASrSiUfco #f>tlfcN- (5-tert- 

-2. 2-'yy^f'jvyx2/<:^T^ h*iN, N-i^^^t^v'W^/VAT^ K5 OmL 

OtJ-Cl SNf^^^tySlo i1fS^:tf^/U3 0 OmL^^P;t. TKlOOmL, ^fU 

- (5-tert-:/h^i/;<y7W#^yW7 5 y P<f^/l'-4, 6 - 1 - 
^:?^;l^>r Ky 7 -^/W) -2, 2-i^p<f'>'P7'P/^yT5 K<Z>i^^7. 
9 g Sr#fco 

20 IR V (Nujol) cm-' ; 1695, 1674, 1649. 1541. 

'H-NMR (CDCI3) 6 (ppm) ; 0.88 (3H. br-t). 1.10-1.90 (12H, m). 

1.34 (9H, s), 1.44 (9H, s). 2.08 (3H. s), 2.16 (3H. s), 2.83 (2H, 

t, J=8.5Hz), 3.13 (2H, t, J=7. IHz), 3.42 (2H, t, J=8.5Hz), 4.26 

(2H, s), 4.30 (IH, br-s). 6.80 (IH, br-s). 
25 (4) i3) •xnhfltzit^S^4. 0 g^^nctTj^/WAl OOmUC^^L. 

7ic?&T'C8Mi£{k7k^2-yp/v-/i-^jfi?i imLSrjpx.. mmximmm 
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]) ^ M.X-^mLfCo #e>nfc@?^{C7R?^TT'p<i?y;5^/w*^;Wi5'P y K9 3 9 
mg^JitJ^ h y Ji^/PT 5 y 8 3 Omg^JDX.. mUBfO 3 0 MMWLtc. 
5 0/o:^a:ygfe7K7 OmL. fiSfP^MTk 7 0 m LtdTlffiiJciSfe^ L. mm-f- h V ^ 

5 hi?'7 7^--C|*®lL, #e>tlfcfft*^!^ 1 . 5 g?Sr:?i3D*:/l'A3 OmL 

IR V (Nujol) cm-' ; 1666. 

'H-NMR (CDClj) 8 (ppm) ; 0.79 (3H, br-t), 1.10-1.90 (12H, m), 
10 1.34 (9H, s), 2.18 (3H, s), 2.29 (3H, s) . 2.60-3.20 (4H, m), 2.89 
(3H, s), 3.40-4.20 (3H, br), 4.29 (2H, s), 4.98 (IH. br-s), 9.34 
(IH. br-s). 

mmm 1 1 

vy-T-^/i') -2, 2 -i^j^J^/vypz-^r^r ^ K 

IR V (Nujol) cm"' ; 3203, 1666, 1510. 

'H-NMR (CDClj) 8 (ppm) ; 0.90 (3H. br-t), 1.10-1.80 (6H, m), 
1.33 (9H, s), 2.10 (3H, s), 2.15 (3H, s). 2.83 (2H, t, J=8.4Hz). 
20 2.97 (3H, s), 3.18 (2H, t, J=8. OHz), 3.45 (2H, t, J=8.4Hz), 6.04 
(IH, br-s). 6.83 (IH, br-s). 

Mmm 12 

y-7-^;v) -2, 2-'J:^'J-iV^n/<y7^Y 
25 IR V (Nujol) cm-' ; 3124, 1652, 1506. 

'H-NMR (CDCI3) 8 (ppm) ; 0.93 (3H, br-t), 1.10-1.70 (4H, m), 
1.33 (9H, s), 2.10 (3H, s), 2.14 (3H, s), 2.83 (2H, t, J=8.4Hz), 
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2.97 (3H, s), 3.18 (2H, t, J=8. OHz), 3.45 (2H, t, J=8. 4Hz), 6.09 
(IH, br-s), 6.84 (IH. br-s). 

n^m 1 3 

5 ^yP) y Ky X- 7 --f yu] - 2. 2 -i^^f-/uyu/<y7 % h* 
IR V (Nujol) cm-' ; 3205, 1666, 1504. 

'H-NMR (CDCl,) 8 (ppm) : 0.92 (6H. d, J=6.0Hz), 1.20-1.60 (3H, 
m), 1.34 (9H. s), 2.09 (3H, s), 2.14 (3H, s), 2.81 (2H, t, 
J=8.3Hz), 2.96 (3H, s), 3.19 (2H, br-t), 3.43 (2H, t, J=8.3Hz), 
10 6.15 (IH, br-s), 6.86 (IH, br-s). 

mmm 1 4 

Vy- 7 -yfJl^) - 2, 2-i^/i'Jl'-:fn/<yT%}>' 
IR V (Nujol) cm"' : 3205, 1662, 1506. 

15 'H-NMR (CDCl,) 6 (ppm) ; 0.90 (3H, t, J=7. 2Hz), 1.30-1.80 (2H, 

m). 1.34 (9H, s), 2.07 (3H, s), 2.10 (3H, s), 2.81 (2H. t, 

J=8.4Hz), 2.95 (3H, s) , 3. 14 (2H, t, J=7.2Hz), 3.44 (2H, t, 
J=8.4Hz), 6.23 (IH, br-s), 6.88 (IH, br-s). 

mmm 1 5 

20 N- 15-/ ^y7^ji^:^=^/i^7^ / - 4, s-i^^f'yw- 1 - (2-^^/v:/ 
PtVl/) — ryv] -2, 2-iP;^^J\^-/u^<y7 ^ h' 
IR V (Nujol) cm-' ; 3269, 1658, 1596. 

'H-NMR (CDCl,) 8 (ppm) ; 0.93 (6H, d, J=6.4Hz), 1.20-1.60 (IH, 
ffl). 1.34 (9H, s), 2.06 (3H, s), 2.09 (3H, s), 2.82 (2H, t, 
25 J=8.4Hz), 2.96 (3H, s), 3.01 (2H, d, J=6. 4Hz). 3.41 (2H, t, 
J=8.4Hz), 6.27 (IH, br-s), 6.81 (IH, br-s). 

mmm i e 
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N- {l-3^'^;u-5-}^^y:^jU7i^=.ji^T^/-4, 6 - v^:;< ^ K y 
y-7-'</W) -2, 2-v'^^/l'7'ciy^y7$ K 
IR V (Nujol) cm-* ; 3197, 1664, 1506. 

'H-NMR (CDCl,) 5 (ppm) ; 0.94 (3H, t, J=7.0Hz). 1.21 (9H, s), 
5 1.99 (3H. s). 2.11 (3H, s) . 2.77 (2H, br-t), 2.88 (3H, s), 3.19 
(2H. br-t), 3.37 (2H, br-t), 8.52 (IH, br-s), 8.67 (IH, br-s). 

mmm 1 7 

-2, 2-i:^/^/v:/v2/<yT^ 

10 IR V (Nujol) cm"' ; 3448, 3336, 3240, 3163, 2501, 1674, 1340, 
1180, 1163. 

'H-NMR (DMSO-dg) S (ppm) ; 0.86 (3H, t, J=7.4Hz), 1.30 (9H, s), 
1.50-2. 00 (2H, m), 2.14 (3H, s). 2.30 (3H, s) , 2.90-3.40 (4H. m), 
3.60-4.00 (2H, br-t), 5.00-8.00 (3H, br) , 8.53 (IH, br-s), 9.32 
15 (IH, br-s). 

mmm i s 

N- (4, 6-i^^f-/W- l-^y5^>'l^-5-^7V:7 7^^>'l^T$y^y Ky 

y-7-yC/^) -2. 2-i^p^'^/l'Z^uy<y.7^ YMW^^ 

IR V (Nujol) cm"' ; 3589, 3471, 3340, 3230, 3138, 2528, 1672, 

20 1340, 1186, 1164. 

'H-NMR (DMSO-dg) 5 (ppm) ; 0.85 (3H, t, J=5. 7Hz), 1.00-2.00 (6H, 
m), 1.30 (9H, s), 2.14 (3H, s), 2.30 (3H, s), 2.90-3.40 (4H, ra), 
3.60-4.00 (2H, br-t), 5.00-8.00 (3H, br), 8.54 (IH, br-s), 9.32 
(IH, br-s). 

25 HJg^J 1 9 

-2, 2-'^;^'f-fV/n/^yr ^Yi 
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IR V (Nujol) cm-' ; 3456. 3340. 3244. 3136. 2732. 2522, 1674, 

1627. 1377, 1338. 1180, 1163. 

'H-NMR (DMSO-dg) 5 (ppm) ; 0.87 (3H, br-t), 0.90-2.00 (4H, m), 
1.30 (9H, s), 2.14 (3H, s), 2.30 (3H, s), 2.90-3.40 (4H, m), 
5 3.60-4.00 (2H, br-t), 4.20-8.20 (3H. br), 8.55 (IH, br-s), 9.33 
(IH, br-s). 

mmm 2 0 

N- [1- ( 3 - p< ^/i^:/^/^ -4, e-i^/T^l'-5-^^l^yr'^^/^^T 

^/4yVVy-7-^/\^] -2, 2-^J;^^/]^^n/<yT S. VmmU 
10 IR V (Nujol) cm"' ; 3233, 3105, 2472, .2362, 1672. 1629, 1165. 

'H-NMR (DMSO-dj) S (ppm) ; 0.85 (6H, d. J=5.0Hz), 1.30 (9H, s), 
1.30-1.80 (3H, m), 2.14 (3H, s), 2.30 (3H, s). 2.90-3.40 (4H, m), 
3.60-4.00 (2H, br), 5.00-8.50 (3H, br), 8.54 (IH, br-s), 9.30 (IH. 
br-s) . 

15 mmm2i 

N- [1- (2-p<f-7W:/nlf/V) -4. 6 -';?/f-yl^-5-XyV7T*-</V 

r?.y4yh^vy-7 — r/^] -2. 2-v^^^/v7'a/NVz$ K:!^:^ 

IR V (Nujol) cm-' ; 3608, 3446, 3342, 3249, 3141, 2729, 2567, 
2526. 1668. 1627. 1377, 1338, 1180, 1163. 
20 'H-NMR (DMSO-dj) 6 . (ppm) : 0.98 (6H, d, J=5.0Hz), 1.29 (9H, s), 
1. 80-2.50 (IH, a), 2.12 (3H, s), 2.29 (3H, s). 2.80-3.40 (4H, m). 
3.60-3.90 (2H. br), 5.00-8.00 (3H, br), 8.48 (IH, br-s), 9.27 (IH, 
br-s) . 

mmm 2 2 

25 N- (1 -'^^^^yW-S-^ ;J'y>^/W3i^ci/l'T^ y-4, 6 -i^/ f-J\^y( y 
]}y~7--(M -2, 2-i^/'^/U^u/<yT?. V 
IR V (Nujol) cm"' ; 3360, 1665. 
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'H-NMR (CDCI3) 8 (ppm) ; 0.88 (3H, br-t), 1.16-1.69 (8H, m). 

1.33 (9H, s), 2.10 (3H. s), 2.14 (3H, s), 2.73-3.55 (6H, m), 2.97 
(3H, s), 6.09 (IH, br-s). 6.83 (IH, br-s). 

mmm 2 3 

5 N- [4, 6-v?^5^/w-7- (2 -:^P/-?>;^>'i/*=:/u7 5 /) -< y \^ V y 

-S-^fyV] -2. 2-i^/f'/U^y7'fiyT%V^^U 
IR V (Nujol) cm"' ; 1647, 1142. 

'H-NMR (DMSO-dg) 5 (ppm) ; 0.80-0.95 (3H, m), 1.00-1.80 (28H, m), 
2.03 (3H, s), 2.14 (3H, s). 3.00-3.80 (5H, m), 3.50-7.50 (2H, br), 
10 8.95 (IH, br-s), 9.29 (IH, br-s). 

mmm 2 4 

N- [4, 6-i^/'^/\^-7 - i2-yv/^y:^j\^7t^=./i'7K J) ■<yY])y 

-5--r/i^] -2, 2-'y:^'r/\^^^ ^yr^Y 

IR V (Nujol) cm' ; 1643, 1620. 
15 'H-NMR (CDCl,) 5 (ppm) ; 0.80-0,95 (3H, m), 1.00-1.80 (16H, m), 
1.40 (6H. d, J=7.0Hz), 1.97 (3H, s), 2.00 (3H, s), 2.60-3.80 (6H, 

m), 6.70-7.10 (IH. br), 6.98 (IH, br-s). 
H^^J 2 5 

N- [4, Q-'J/^'f'fV-l - (p-h;V3iy) X;Vitss:.fV7KJ^yY)>y 
20 -2, 2-i^:^f-;vi:;y7'^y7^Y 

IR V (Nujol) cm"' ; 1639, 1165. 

'H-NMR (CDCl,) 5 (ppm) ; 0.81-0.94 (3H, m), 1.20-1.80 (22H, m), 
1.46 (3H, s), 1.94 (3H, s). 2.38 (3H. s), 2.60-4.20 (2H, br). 
2.88 (2H, t, J=8.0Hz), 3.34 (2H, t, J=8. OHz), 6.86 (IH, br-s), 
25 7.21 (2H, d, J=8.0Hz), 7.64 (2H, d, J=8. OHz). 

%Mm 2 6 

N- (4, 6-i^^^/V-7-;^/V77*'r/l'T^/>r>'Ky i^-S-'T/V) 
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IR V (Nujol) cm-' ; 1645, 1159. 

•H-NMR (DMSO-ds) 8 (ppm) ; 0.80-0.95 (3H. m). 1.10-1.80 (22H. m), 

2.03 (3H. s), 2.15 (3H. s) , 3.00-3.20 (2H, m), 3.20-7.80 (4H, br), 
5 3.60-3.80 (2H, m) , 8.80-9.00 (2H, br-s). 

mi^m 2 7 

N- (4, 6-i?p»f^yV- 7-!>U-r K^Ti^Ky :^-5->r/V) -2, 

IR V (Nujol) cm-' ; 1670, 1638. 
10 'H-NMR (CDCl,) 6 (ppm) ; 0.80-0.95 (3H, m), 1.10-1.80 (22H, m), 
1.72 (3H, s), 1.88 (3H, s), 2.80-3.80 (5H, m). 5.06 (2H, br-s), 
6.70-6.90 (IH, br), 7.35 (IH, br-s). 

%%m 2 8 

N- [4, e-v'^f^yi^- 7- i^2--fxi/^v7.iivi!iiz^)vr % J) -< y ¥ ]} y 
15 -s-^/^^l -i^^ n^^^yij/i'i^^'^S. V 

IR V (Nujol) cm"' ; 3330, 3204, 1649, 1512, 1377, 1145, 1136. 
'H-NMR (CDCI3) 6 (ppm) : 1.20-2.50 (IIH, m) , 1.40 (6H, d, 
J=6.8Hz), 1.96 (6H, s), 2.91 (2H, t, J=8.2Hz), 3.25 (IH, septet, 
J=6.8H2). 3.49 (2H, t, J=8.2Hz), 4.74 (IH, br), 6.64 (IH, br), 
20 7.26 (IH, br). 

mmm 2 9 

N- [4, e-i^^'^jv- 7 - (1 -;t^^>';^/wxi^^/wT^ y) -r^KUx 

-S-W'/H -2, 2-i?.?<^>'Wyn/^:^T$ K 
IR V (Nujol) cm-' ; 3327, 3165, 1632. 1607. 1510. 
25 'H-NMR (CDCI5) 5 (ppm) ; 0.87 (3H, br-t), 1.10-1.60 (12H, m), 
1.36 (9H, s), 1.96 (3H, s), 2.03 (3H. s), 2.70-3.20 (4H, m), 3.43 
(2H, t, J=8. IHz), 4.80 (lH. br). 6.83 (IH. br), 7.00 (IH. br). 
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MMM 3 0 

N- [4. e-'y/f-ji'-J- {2--:fu/<y:^jut^:=.ji'T?, /) ^yY]}y 

IR V (Nujol) cm"' ; 1645, 1528, 1138. 
5 'H-NMR (DMSO-dg) 8 (ppm) ; 1.31 (6H, d, J=6. 5Hz), 1. 98 (3H, s). 
2.10 (3H. s), 2.80-3.70 (5H, m), 4.80-5.20 (IH, br), 7.40-7.70 
(3H, m), 7.80-8.10 (2H, m), 8.42 (IH, br-s), 9.53 (IH, br-s). 

^niim 3 1 

N- {5-:^^>:^;viSr^^jvr%^-\, 4, & - h V ^^'^^^^ > h*]) y- 7 
10 -^'vw) -2, 2-i^/f-ji^:fu/<yT^ 

IR V (Nujol) cm"' : 3193, 1662, 1506. 

•H-NMR (DMSO-dg) 6 (ppm) ; 1.20 (9H, s), 1.98 (3H, s), 2.12 (3H, 

s), 2.60-3.00 (2H, m), 2.80 (3H, s), 2.87 (3H, s), 3,26 (2H, br- 
t), 8.53 (IH, s), 8.67 (IH, s). 

15 mmm a 2 

y-7-4/1') -2, 2--:^/'^j\^-:fu/<yT^h'MBM 

IR V (Nujol) cm"' ; 3184, 3099, 1690, 1510, 1329, 1180. 1155. 

'H-NMR (CDCls) 8 (ppm) : 0.96 (3H, br-t). 1.10-2.30 (5H, m), 

20 1.44 (9H, s), 2.18 (3H, s), 2,21 (3H, s), 2.90-3.40 (4H, m), 3.02 

(3H, s), 3.50-4.20 (2H, m), 7.34 (IH, br-s). 9.59 (IH, br-s). 

mm\ 3 3 

uM/v) ^y}r]jy-7 — f/i^l -2, 2-i^^'^/\^-:fu^<yTX 

25 IR V (Nujol) cm"' ; 3236, 3032, 1692, 1506, 1321. 1175, 1155. 

'H-NMR (CDCl,) 8 (ppm) ; 0.95-1.35 (6H, m), 1.43 (9H, s), 1.60- 
2.00 (IH, br), 2.10-2.55 (IH, m), 2.16 (3H, s), 2.19 (3H, s). 
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2.85-3.40 (4H. m). 3.01 (3H, s), 3.60-4.30 (2H, m), 7.50 (IH, br- 
s). 9.66 (IH. br-s). . 

• mmm 3 4 

N- (5-;?«^>';^/i^*=yu7^ y -4, 6 ^yv- 1 -^i^f^/w^ :^ K 

5 Vy-7-^/\y) -2, 2 -v^^^/UT'n/N'yr^ K:^^^ 

IR V (Nujol) cm"' ; 3211, 3148, 1670, 1508, 1325, 1157. 
'H-NMR (CDCl,) 6 (ppm) ; 0.91 (3H, br-t), 1.20-2.40 (7H, m) , 
1.44 (9H, s), 2.18 (3H, s), 2.21 (3H, s), 2.90-3.40 (4H, m), 3.02 
(3H, s), 3.60-4.20 (2H. m), 7.36 (IH, br-s), 9.58 (IH, br-s). 

10 mmm 3 5 

N- i5-/^>:^/vt^=^j\^7^y -4, e-i^pi^/i'- 1- {s-:^f-/U7^ 

^/W) '<yVVy-7-^/\^'] -2, 2-P;^i'/V^V2^<y7^ YMWtM. 
IR V (Nujol) cm'' ; 3219, 3080, 1686, 1666, 1506, 1325, 1157. 
'H-NMR (CDClj) 6 (ppm) ; 0.94 (6H, d, J=5. 7Hz), 1.20-2.40 (4H, 
15 m), 1.43 (9H, s), 2.18 (3H, s), 2.26 (3H, s), 2.90-3.40 (4H, m) , 
3.03 (3H, s), 3.60-4.20 (2H. m), 7.12 (IH, br-s), 9.52 (IH. br-s). 
^MM 3 6 

N- (l-:^f^/W-5-7f ^y^>'i^*^;WT^/-4, 

y-7-y(fV)-2. 2-i^:^'t/^:f^y7%Y 

20 IR V (Nujol) cm-' : 3360, 3202, 1661, 1504, 1377, 1321, 1151. 

'H-NMR (CDCl,) S (ppm) ; 0.70-1.10 (6H, m). 1.10-1.90 (6H. m), 
1.29 (6H, s), 2.11 (3H, s), 2.13 (3H, s), 2.84 (2H, t, J=8.4Hz), 
2.96 (3H, s), 3.18 (2H, t, J=6.8Hz), 3.44 (2H, t, J=8.4Hz). 6.16 
(IH, br-s), 6.85 (IH, br-s). 

25 nmm 3 7 

-2-:/-'}-JV/n/<y7%Y 
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2.85-3.40 (4H, m). 3.01 (3H, s), 3.60-4.30 (2H, m), 7.50 (IH, br- 

s), 9.66 (IH, br-s). 

mmm 3 4 

N- (5-;;{ ^'>';^/i^*=ywr ^ /-4, Q 1 -^y^jv^ y }f 
5 Vy-7->(/l^) -2, 2-i^;<'^/U-:fu^<yT^h*Mm^ 

IR V (Nujol) cm"' ; 3211, 3148, 1670. 1508. 1325, 1157. 

'H-NMR (CDCl,) 5 (ppm) ; 0.91 (3H, br-t), 1.20-2.40 (7H, m). 

1.44 (9H. s), 2.18 (3H. s), 2.21 (3H. s), 2.90-3.40 (4H, m), 3.02 

(3H, s), 3.60-4.20 (2H. m), 7.36 (IH, br-s), 9.58 (IH, br-s>. 

10 mmm 3 5 

N- [5-;^ ^:^;^-'v*=;ur ^ y -4. 6-v?7<^/w-i- (3-^f^/v:/ 
^/W >ry Ky i^- 7--r/w] -2, 2-i?;^'j'/i'ytiy<yr^}fmwt^ 

IR V (Nujol) cm"' ; 3219. 3080, 1686, 1666. 1506, 1325, 1157. 
•H-NMR (CDCI3) 6 (ppm) ; 0.94 (6H, d, J=5.7Hz), 1.20-2.40 (4H, 
15 a), 1.43 (9H, s), 2.18 (3H. s), 2.26 (3H. s), 2.90-3.40 (4H, m), 
3.03 (3H, s), 3.60-4.20 (2H, m), 7.12 (IH. br-s), 9.52 (IH, br-s). 

mmm 3 e 

y-l-^A') -2. 2-i/:^'}-jVZf^y7^Y 
20 IR V (Nujol) cm' ; 3360. 3202, 1661. 1504, 1377, 1321, 1151. 

'H-NMR (CDClj) 6 (ppm) ; 0.70-1.10 (6H, m). 1.10-1.90 (6H, m), 

1.29 (6H, s). 2.11 (3H, s), 2.13 (3H, s), 2.84 (2H, t. J=8.4Hz). 

2.96 (3H, s), 3.18 (2H, t, J=6.8Hz), 3.44 (2H, t, J=8.4Hz), 6.16 

(IH. br-s), 6.85 (IH. br-s). 
25 %%m 3 7 

N- (i-:/^/i^-5-p<^y;^/i^jJ^^/i'T^/-4, 
y-7-y(jv) -2-;^^J'V'/xi/<y7 
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IR V (Nujol) cm-' ; 3263, 1657, 1520, 1377, 1310. 1155, 1144. 
'H-NMR (DMSO-ds) 5 (ppm) ; 0.77-1.90 (7H, m), 1.10 (6H, d. 
J=6.6Hz). 1.90-2.35 (IH, m), 2.00 (3H, s), 2.11 (3H, s), 2.40- 
3.60 (6H, m), 2.89 (3H. s). 8.51 (IH, br-s), 8.93 (IH, br-s). 

5 mMm 3 8 

N- (1 — f y:/u\^ju-5-/i'y^j^'^^ji^r^/-4, 6-^^;t^yi^-< 
y Ky ^'-T-^r/v) -2, 2-':^^^/w7'o/-«yr5 K 

IR V (Nujol) cm"' ; 3176, 1656. 

'H-NMR (CDClj) 8 (ppm) ; 1.03 (6H, d, J=6.6Hz), 1.21 (9H, s), 
10 2.00 (3H, s). 2.12 (3H, s), 2.76 (2H, br-t), 2.89 (3H, s), 3.37 
(2H, br-t), 4.00-4.20 (IH, m), 8.53 (IH, br-s), 8.70 (IH. br-s). 

m^m 3 9 

N- [1- (2. 2 -i^^ tvu) - 5 - / yp^/\^t^=-;^T ^ / - 4 , 

6-i^:^^jv-<y\^]}y-7 — T/w] -2, 2-i^/'^/]^:fx3^<yT^V&M 

15 m 

IR V (Nujol) cm-' ; 3348, 2467, 2361, 1668, 1319, 1184, 1150. 
'H-NMR (CDClj) 5 (ppm) ; 1.21 (9H, s), 1.48 (9H, s), 1.50-1.70 
(IH, br), 2.16 (3H, s) , 2.26 (3H. s), 3.03 (5H, br-s), 3.10-3.40 
(2H, m), 3.80-4.30 (2H, m), 7.27 (IH, br-s), 9.50-7.70 (IH, br). 

20 mmm 4 0 

y^v y-7 -^/^) -2, 2-i^/f-/i^:/ti/<yr^h' 

IR V (Nujol) cm-' ; 3205, 1662. 

•H-NMR (DMSO-dg) 6 (ppm) ; 1.21 (9H, s), 1.50-2.10 (7H, m), 1.99 
25 (3H, s), 2.11 (3H, s), 2.75 (2H, br-t), 2.88 (3H, s), 3.10-3.60 
(4H, m), 8.52 (IH, br-s), 8.63 (IH, br-s). 

^mm 4 1 
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^y}^Vy-7-^/\-) -2, 2-iP:^i-/\^:fn/<yr^V 
IR V (Nujol) cm-' ; 3219. 1647. 

'H-NMR (DMSO-dg) 6 (ppm) ; 1.21 (9H, s), 1.30-1.80 (8H, m), 1.98 
5 (3H, s), 2.10 (3H, s), 2.70 (2H, br-t). 2.77 (3H. s), 3.37 (2H, 
br-t), 4.20-4.60 (IH, m), 8.51 (IH, br-s), 8.68 (IH, br-s). 

mmm 4 2 

N- (l-i/':J'nyatf/W;>»f^yW-5-pt^>';^/WJj^::i>'WT$y-4, 6-5^ 
;^i^/U^yWy-7-4Ji^) -2, 2->?;»t^/wyp/-«yT5 K 

10 IR V (Nujol) cm-' ; 3258. 1655. 

'H-NMR (DMSO-dg) 8 (ppm) ; 0.10-1.10 (5H, m), 1.21 (9H, s), 1.99 
(3H, s), 2.10 (3H. s), 2.78 (2H. t. J=8. IHz), 2.78 (3H. s), 3.48 
(2H, d, J=6. 5Hz). 3.07 (2H. t, J=8. IHz), 8.52 (IH. br-s), 8.68 
(IH, br-s). 

15 4 3 

N- (1 -i/'^' o^:^^/I^-4, 6-v?p«^/l'-5-;^-'V7T^>r/l^r5/>r 

:^vvy-7 — r/i^) -2, 2-i^?^i'j\^y^y<yr 5. v'MMM 

IR V (Nujol) cm-' ; 3200, 2480, 1705, 1665, 1502, 1335, 1151. 
'H-NMR (DMSO-dg) 6 (ppm) ; 1.28 (9H, s), 1.37-1.85 (8H. m), 2.13 
20 (3H, s), 2.27 (3H, s), 3.00-4.00 (3H, br), 3.11 (2H. br-t), 3.78 
(2H, br-t), 6.70-7.00 (IH, br), 8.50 (IH, br-s), 9.23 (IH, br-s). 
MMm 4 4 

N- [5- (N-T-fe^>'^:^y^7 7*'^/^T5>') -4, e-i^^'^/v- 1 - 
•^X2\^/V^yh'])y-7-^/i''\ -2, 2-i?^^/v:^n/N*>'T^ K 
25 IR V (Nujol) cm-' ; 3350, 3080, 1699. 1639, 1514, 1344, 1231, 
1159. 

'H-NMR (DMSO-dg) 8 (ppm) ; 0.82 (3H, t. J=7. IHz). 1.21 (9H, s). 



63 



WO 2004/007450 ^^2003/009012 

1.92 (6H, s), 1.46 (2H, sextet, J=8. IHz). 2.04 (3H, s), 2.77 (2H, 

t, J=8. 3Hz), 3.08 (2H, t. J=8. 3Hz), 3.28-3.39 (2H, m), 8.67 (IH, 
br-s), 9.26 (IH, br-s), 11.29 (IH, br-s) . 

mmm 4 5 

5 N- [5-p<^y;^;V*:::^/WT5/-4, 6 - i^pt f-yp- i - (3_^^;i^_ 
2-:f'r=-Ji') 4yh^])y-7 — r/i^] -2, 2-i?^^yw:^P/<>'T^ K 
IR V (Nujol) cm-» ; 3130, 1641. 1600. 

•H-NMR (DMSO-dg) 6 (ppm) ; 1.19 (9H, s), 1.61 (3H, s), 1.65 (3H, 
s). 2.00 (3H, s), 2.10 (3H, s), 2.74 (2H, br-t), 2.89 (3H, s), 
10 3.34 (2H, br-t). 3.78 (2H. d. J=6. 3Hz). 5.00-5.30 (IH. m). 8.53 
(IH, br-s), 8.69 (IH, br-s). 

mmm 4 6 

N- [1- (2-31 h^-^o^f-zW -4, 6 -i^pJ^/W- 5 -;^>'W7t^^>'>^ 

15 (1) N- (4. e-i^;^f-/l^-5-:=^htiy(yV]}y-7-^JV) -2, 2 
-i?/ '^/l-y n y<yT% Y8 0 Omg^l^, N-i^^ '^^/P^/WAT ^ K 8 . 0 
mL{C^<^L. mmn.mT. i>>r yT'n tVw^i^/VT^yO. 9 3mL. -fu 
^3if^;l^3i5^/l/a:-r^kO. 6 2mL$r*Px:. 1 0 OX:iZ.X 1 emf^MWLtc^ 

;w) -4, 6-v?;><f"/W-5-=hn^>'Kyy-7-'l'/W] -2, 2--i^p< 

IR V (Nujol) cm"' ; 3279. 1651, 1593, 1512. 
25 'H-NMR (CDCI5) 5 (ppm) ; 1.16 (3H, t, J=6. 8Hz), 1.31 (9H, s). 
2.01 (3H, s). 2.10 (3H, s). 2.70-3.00 (2H, m), 3.40-3.70 (8H, m), 
7.97 (IH. br-s). 
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(2) (1) X-'^htltzit^^S 0 Omg^;^ ^ /-/VI emLKWl^. 
5%/^°7v^!J'A-;^^2 0 Omg^iP^, 3 5t. 3 k g f / c m^tJlT 1 1 

mmmmA^^mmmLtc^ y<7i^^A-mmt:mm\.. ^jET^i^^a^Lfc^. 

5 N-[5-T$y-l - (2-j: h^i^J^^^/W -4, 6 - ^ '^JV^ y V ]} 
y-T-^/u] -2. 2-v?7«f-/i^7'P/-«yr ^ KWig^S 7 Omg<Sr#fc:. 
IR V (Nujol) cm-' : 3273, 1651, 1504, 1481. 

'H-NMR (CDCI3) S (ppm) ; 1.16 (3H, t, J=7.0Hz), 1.34 (9H, s), 
1.90 (3H, s), 2.03 (3H, s), 2.70-3.00 (2H, m), 3.00-3.70 (lOH, m), 
10 7.45 (IH. br-s). 

(3) tert-l/^y-yWO. 2 3mL&^ig'fkp«5^^y 4mLlC^iPL. -1 

2 0:9'TO#tyho (2) -c#p>iife^b'g-«ij4 0 omg. hy^z^/ur^yo. 

15 ^MtL. 5%^3^y^A(.. 5%aW7k. ^jftl^feiSTK^* 5 OmLfcT|IIil?Ci5fe# 

V :^^/v:hyJ>^^u-r h^yy^-KX^^MV. N- [5- (N-tert-:/ 
h^i^;3(7/vji?=/v) ;^/W7 7*^>'V'7^ 1 - ( 2 -at h ^>>jif-/v) -4, 
6-i^.;«^/Wi^Ky 7 — T/l'] -2, 2-i?p<f^yW7'o/>'VT5 K4 4 

20 OmgS:#;/h„ 

IR V (Nujol) cm-' ; 3263, 3103, 1728, 1660, 1597. 
'H-NMR (CDCI3) S (ppm) : 1.13 (3H, t, J=7.0Hz), 1.31 (9H, s), 
1.49 (9H. s), 2.03 (3H, s), 2.15 (3H, s), 2.70-3.00 (2H, m), 
3.30-3.70 (8H. m), 6.47 (IH, br-s), 6.50-8.40 (IH, br), 7.80 (IH, 

25 br-s). 

(4) (3) xm^titci\:^ifss4 2 0mg^M\,^Xs mmme t^m^^mt 
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IR V (Nujol) cm"' ; 3543, 3226, 3115, 1676, 1657, 1630, 1504. 

•H-NMR (DMSO-dg) 8 (ppm) ; 1.12 (3H, t, J=7. IHz), 1.26 (9H, s), 
2.11 (3H, s), 2.26 (3H, s), 3.05-3.15 (2H, m), 3.30-3.40 (2H, m), 
3.44 (2H, q, J=7. IHz), 3.50-5.00 (IH, br), 3.66 (2H, br-t), 3.78 
5 (2H, br-t), 6.50-7.50 (2H, br), 8.46 (IH. br-s), 9.15 (IH, br-s). 

mmm 4 7 

N- [1- (2-p< h^i/'oi^/V) -4, 6 -i^p< f^/P- 5 -;X/V7t^W'/1' 

7^y^yy])>-7--(^\^:i -2, 2-i^/^/i^:/'u^<yT^ 

IR V (Nujol) cm"' ; 3363, 3136, 1680, 1628, 1504, 1339, 1178, 
10 1161, 1126. 

'H-NMR (DMSO-dg) 5 (ppm) ; 1.25 (9H, s), 2.10 (3H, s). 2.24 (3H, 
s), 2.96-3.11 (2H, n), 3.27 (3H, s), 3.20-4.40 (8H, m), 6.50-7.10 
(IH, br), 8.30-8.50 (IH, br), 8.90-9.10 (IH, m). 

mmm 4 s 

15 N- [1- (2-3: h:^P'>3:f-/U) -5-;^^>^;^;wjJ^-/U7* /-4, 6- 
i?;^'f-/Vyfy\f])y-7-^jU:\ -2, 2-i?;^'^J\^'^vi/<y7^ V 
IR V (Nujol) cm"' : 3350, 3200, 1663, 1506, 1317, 1190, 1151, 
1123, 1109. 

'H-NMR (CDClj) 5 (ppm) ; 1.16 (3H, t, J=7. IHz), 1.32 (9H, s), 
20 2.10 (3H, s), 2.19 (3H, s). 2.88 (2H, t, J=8. 6Hz), 2.98 (3H, s), 
3.49 (2H, q, J=7. IHz), 3.50 (2H, t, J=8. 6Hz), 3.47-3.60 (4H, m), 
5.70-5.90 (IH, m), 7.87 (IH, br-s). 

mmifi 4 9 

N- [1- (2-7< h^f'>3:f-/W) -5-p<^':/^/V'*=i/WT5/-4, 6- 
25 i^;^'f-J\^^>VVy-7-^jU'\ -2, 2 -i^p< ^/U7'a/-«>'T 5 K 

IR V (Nujol) cm"' ; 3360, 3200, 1662, 1600, 1505, 1318, 1190, 
1151, 1114. 
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'H-NMR (CDCI3) 5 (ppm) ; 1.31 (9H, s), 2.09 (3H, s), 2.17 (3H, 
s), 2.88 (2H, t. J=8. 8Hz), 2.98 (3H, s). 3.36 (3H, s), 3.43-3.62 
(6H, m), 5.78-6.00 (IH, m), 7.73 (IH, br-s). 

mmm s o 

5 N- (2-^ h^Vpi 5^/1^-4 . 6 1 -T'o kVl'- 5 -;^/W7 7 
'e^/]^7^/^>VVy-7-^/v) -2. 2-i^/^/i'-/n/<yTK h^^m 

(1) 2-t Kn)^ri^7<^>'l^-4, 6 -S^^ f^/W-f 4 . 5 g^mWt 

10 ^mmML, mm.m\cx immmwLito 7K^'(t:^hy!?Aioig©7K4o 

OmL^ie?«:JSTLs S^^^^^^/H L"CftjUL;fc, tK. ia5BJ^it7K#* 5 0 0 
. 2-t Kp^^v'^^/v- 4. e-v'pi^'/W^^Ky ^^©^ffi^^ii^l 3. 8g^§:# 
15 2mL, hi; 3if^/WT 5 3 2 . 6 mL^r^JP^, 2 0 K^^Ufco S 

- 1 -7-fe5^/U-4, S-v^^f'/Wi'Ky 8. 3g«r#fc. # 

e>ilfcW(|&«rpt^y-/V'2 0 OmLlcSE«?L. 5k?&T> 1 M*i^^k y ^ 
20 7tc^^K9 3mL«r^)D^s l^m«»CT 3 05^W^# tfc, 2 MifiS&l^lT p H 4 (J: 

-b KB#i/p{^/w-4, 6--;?;tf-/Wy 2. l8g4:#feo 

IR V (Nujol) cm-" : 3327, 1626, 1589. 
25 'H-NMR (CDCI3) 6 (ppm) ; 1.50-2.20 (IH, br), 2.19 (3H. s), 2.31 
(3H, s). 2.40 (3H, s), 2.30-2.80 (IH, m), 3.00-3.40 (IH, m), 3.65 
(2H, d. J=6.4Hz), 4.50-5.20 (IH, br), 6.20-8.00 (IH. br), 6.70 
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(IH. s). 



(2) il.) X-'^hfltci\:^!^8. 34g^N, N-v?^^;W/Jn;WAT^ K8 

^i^s/gy) 1. 39 si^^mtaLito MUKx i o^mumWLit'^, 3^ 

5 {C:^^fV\\. 8mL^;!jPxL. 8 0 t:('T 2 ^^^#LfCo l^^:i^^/l^5 0 0 

10 IR V (Nujol) cm"' ; 1660, 1597. 

'H-NMR (CDClj) 6 (ppm) ; 2.20 (3H, s), 2.31 (6H. s), 2.70-2.90 
(IH, m), 3.00-3.20 (IH, m), 3.25-3. 35 (IH, m), 3.34 (3H, s), 
3.40-3.65 (IH, m), 4.54, 4.98 (IH, br-s, br-s), 6.69 (IH, s), 
6.60-6.90, 7.70-7.90 (IH, br, br) . 

15 (3) {2) xn^flti^t^mA. 1 7 gSri^PP^/WAe OmLfr^«¥L. 

5 %m.mMii^m'r h y A7K^ 5 %fiW7Ks m^^^^ii^^^ 5 0 m l \^xmo^ 

20 1 g S:#fco 

IR V (Nujol) cm"' ; 1662, 1585. 

'H-NMR (CDClj) 8 (ppm) ; 2.31 (6H, s), 2.40 (3H, s), 2.70-3.00 
(IH, m), 3.10-3.25 (IH, m), 3.25-3.35 (IH, m), 3.34 (3H, s), 
3.35-3.50 (IH, m). 4.50-4.60, 4.80-5.10 (IH. br, br), 6.70-7.00, 
25 7.80-8.00 (IH, br, br). 

(4) id) Xnfbiltcit^l\^i5. 2 1 gSrS^gfS 2inHc^ft|t. 1 StlC 
TSia^l. 7 8mL. ^Sffi^l. 12mL4riP^. m&8tKX20mm 
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IR V (Nujol) cm-' ; 1672, 1537. 

'H-NMR (CDCI3) 5 (ppm) : 2.29 (3H. s), 2.37 (3H, s) , 2.49 (3H. 
s). 2.82 (IH, d, J=16. IHz). 3.30 (IH, dd, J=16. 1. 8.6Hz), 3.35- 
3.45 (IH, m), 3.39 (3H, s), 3,49 (IH, dd, J=9. 8, 6.8Hz), 4.55- 
10 4.65 (IH, m). 

(5) i4) X-mhflftit^^S. 9 giS:pt^'/-/H 8 5mL {::^»U. 
5%/^•9v^^'-^-^^l . 7 8gS:An;t. 3 StJ, 3 k g f / c m^tJlT 1 6 

i^mmf&Ti^^mMLtco ^<yi^^j>>-^m^mi§iL. mmrmm^^^Ltc'^. 

P-T/Vj? D y K l . 9 4mL^;!lPx.^ h y^if^ywr $ X4. 4 m L ^SttRJ^TIw 

SUL. N- (l-T-fef'/l'-2-;< h'^i^^^/U-4, 6 K y 
y-7--r>'V) -2, 2-i^^f^yW7'p/N'yr ^ K4. 8 7g«:#yS:, 
IR V (Nujol) cm-' ; 3253, 1739, 1676, 1647, 1589. 
•H-NMR (CDClj) 5 (ppm) ; 1.26 (9H, s), 2.17 (3H. s), 2.19 (3H, 
25 s). 2.38 (3H, s), 2,54 (IH, d, J=15.6Hz), 3.18 (IH, dd, J=15.6, 
8.0 Hz), 3.29 (3H, s), 3.30-3.37 (2H, m), 4.55-4.65 (IH. m), 6.88 
(IH, s), 8.93 (IH, s). 
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(6) (5) Tni:>fltcit^mi. 5g^mWt7. SmUC^^L. 15X:\<1 
Xmm^O. 48mL. ^MSS^O. 28mL^;!)Px.^ l^fiS(-T 2 0 ^f^Jt 

PjtLfcife^Sr^' nn*>^WA 5 OmL IC^^Lfcm. 5 ^^i^^StK 

i^SrgiL. N- (l-r-fe^yW-2-p< hdE-i/;X^yU-4, G-v^^^^/V— 

s-shPW'^^Ky r/w) -2, 2-i;'^^/uyo/N*yr ^ KojfeS 

1 . 4 4 g 

IR V (Nujol) cm-' ; 3253, 1684, 1649, 1585, 1520, 
10 'H-NMR (CDClj) 8 (ppm) ; 1.26 (9H, s), 2.13 (3H, s), 2.16 (3H. 
s), 2.41 (3H, s), 2.62 (IH, d, J=16. IHz), 3.26 (IH, dd, J=16. 1, 
8.3Hz), 3.30 (3H, s), 3.30-3.40 (2H, m), 4.65-4.70 (IH, m), 8.92 
(IH. s). 

. (7) {6) -J^rnhfltzit^mi. 4 4 g^3ii?/-yn 4. 4mHmML, 
15 2M7Klfe'fb't-h y •>A7K^^4. 7 7mL^MA.s 6 0 'ClrTl L]fc„ 

20 6-i^p<^/W-5-^ hO'f y Ky >'-7->r/l') -2, 2 -i^;ii-/U:fviy< 
V<D^$^al. 2 6g-Sr#fco 
IR V (Nujol) cm-' ; 3369, 3282, 1639, 1600, 1518. 
'H-NMR (CDCl,) S (ppm) : 1.35 (9H, s), 2.13 (3H, s), 2.15 (3H, 
s), 2.74 (IH, dd, J=16. 1, 6.4Hz), 3.12 (IH, dd, J=16. 1, 9.5Hz), 
25 3.35-3.45 (2H, m), 3.40 (3H, s), 4.10-4.20 (IH, o), 4.74 (IH, br- 
s), 6.99 (IH, s). 
(8) (7) T?#e)tbfc{k-g'«ijl. 2 5 gS:N, N-i^pt^/W^/UAT^ K6. 
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2 5mL{C^^L. ^^MTs 'y^V'fxi\^)V::u^)Vr%V^. 9 5mL, 

S^3i^/P5 OmLSr^rax.. 5%^3ii^ig7K, tK^ ffift:t*S7K#'<r 5 0 m L |c 

5 ^P-^ h^77^-|;:-CiBS5}L, N- (2-^ S-i^ptf" 
A/-^-:^Vxi~\--Txi}£)Vy{l/Y\)y-l -y{ IV) -2, a-i^^f^/U-T" 

IR V (Nujol) cm"' ; 3279, 1647, 1591, 1508. 

•H-NMR (CDCI3) 6 (ppm) ; 0.85 (3H, t, J=7.3Hz), 1.34 (9H, s), 
10 1.40-1.60 (2H, m), 2.02 (3H, s), 2.10 (3H, s), 2.66 (IH, dd, 

J=16.6, 5.6Hz), 3.00-3.10 (IH, m), 3.12 (IH, dd, J=16. 6, 10. OHz), 

3.35-3.45 (2H, m), 3.38 (3H, s), 3.47 (IH, dd, J=9. 3, 5.1Hz), 

3.85-3.90 (IH, m), 6.76 (IH, s). 
(9) (8) t?#^tlfc<b-a-'fe8 3 Omg«r;< ^/-/H 6. 6mL(::^^U. 
15 5%/-«^i?!>A-^^l 7 Omg*;&nx.. SOt. 3 k g f / c mM^lT 1 1 

#P>ixfcife^14aS(^i^-r yT'o tVW3:-x;U2 OmL^S:;(jPx:. m^W^%.. 
Jil&L, N- (5-r^y-2-^ h*ixpi5^/W-4. 6-i^j?<5"/l'- 1 
nif/U^rV'Ky ^^-r-^fyu) -2, 2-^y:^^)Vfxi^<yr%Y<Ol^^^% 
20 Omg«r#fc„ 

IR V (Nujol) cm"' ; 3265, 1652, 1508. 

'H-NMR (CDCl,) 6 (ppm) ; 0.83 (3H, t, J=7.4Hz), 1.34 (9H, s), 
1.40-1.55 (2H, m), 1.91 (3H. s), 2.04 (3H, s), 2.62 (IH, dd, 
J=16. 1, 3.9Hz), 2.75-2.85 (IH, m), 2.90-3.00 (IH, m), 3.15-3,25 
25 (2H, m), 3.32 (2H, br-s), 3.36 (3H, s), 3.38-3.44 (IH, m), 3.55- 
3.65 (IH, m), 6.94 (IH, s). 
( 1 0) tert-:/^y-/WO. 2 9 5mLS:tg'fk^f-^>'7. 2inL{::i 
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f^iTJliMb. N- [5- (N-tert-:/ h^V;^/!^^^/!^) p^/i^yr'^^f^ 

7--r/W] -2, 2-i^^^>'W7'p/N°yT$ K5 6 0mg4r#/c„ 
10 IR V (Nujol) cm-' ; 3285, 1728, 1654, 1597. 

•H-NMR (CDCl,) 6 (ppm) ; 0.83 (3H, d, J=7.4Hz), 1.33 (9H, s). 

1.40-1.60 (2H, m), 1.50 (9H, s), 2.08 (3H, s), 2.17 (3H, s), 2.61 

(IH, dd, J=16. 3, 6.1Hz), 2.95-3.05 (IH, m) , 3.13 (IH, dd. J=16. 3, 

10. 2Hz), 3.25-3.30 (IH, m), 3.30-3.35 (IH, m), 3.37 (3H, s), 3.47 
15 (IH, dd, J=9. 5, 5.4Hz), 3.75-3.85 (IH. m), 6.45 (IH, s), 6.84 (IH, 

s), 7.52 (IH. br-s). 
(11) il 0) Xn^fltcit^mS 5 0mg^^m2. 2inL(c:^»U> 

J^T8. 7Mit>(t7K^2-7'nX/-/W^IS0. 3 S mL^M^. mm^i^X 

20 ^k-e-<fe©ijgS3 3 OmgS:#fc, 

IR V (Nujol) cm"' ; 3321, 3204, 1649, 1527. 

'H-NMR (DMSO-dg) S (ppm) ; 0.80 (3H, t, J=7.3Hz), 1.26 (9H, s), 

1.40-1.70 (2H, m), 2.09 (3H, s), 2.20 (3H, s), 2.60-2.80 (IH, m), 

2.95-3.05 (IH, m), 3.20-3.35 (2H, m), 3.30 (3H. s), 3.40-3.55 (2H, 

25 m), 3.50-4.50 (4H, m), 8.20-8.50 (IH, br). 9.00-9.40 (IH, br) . 

mmm s i 
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N- {2-:r.}^ir>/f-Jl^- 4, ^ -i/ ^ =f-}\^- \ -Zf )V- ^ - T^iVy y 



IR V (Nujol) cm"' ; 3322, 3197, 2789. 2716. 1652. 1532, 1323, 
5 1218, 1197, 1155, 1123. 

'H-NMR (DMSO-dg) 6 (ppm) ; 0.82 (3H. t, J=7. IHz). 1.14 (3H. t, 
J=7. IHz), 1.26 (9H, s). 1.45-1.65 (2H, m), 2.12 (3H, s), 2.21 (3H, 
s), 2.63-2.78 (IH. m), 2.99 (0. 5H, dd, J=10.3, 5.9Hz), 3.02 (0. 5H, 
dd, J=10. 3, 6.4Hz), 3.20-3.35 (2H, m), 3.50 (2H, d, J=7. IHz), 
10 , 3.50 (2H. q, J=7.1Hz), 3.50-4.60 (3H. br), 6.60-7.00 (IH, br), 
8,20-8.45 (IH, br), 9.05-9.40 (IH, m). 
H^^J 5 2 

N - (1 -y^^y /V- 4. 6 -i?^ ^ - y ^4 )Vr ^ J ^ V KJi 

V-l-^iV) -2, 2 -i?^ ^yUT'o/^^^T^ K 
15 (1) N- (4, 6-i?.7l^;V-5-sihP^:/Ky X-7-^;W) -2, 2 
-^^:^'J-tv-fn/<^y7^^\. 0 g S:^ o n ;J^;UA 1 OmL(J:^fl?L. 7k?&T. 
h y ac5^;WT ^ y 0 . 6 9mL, y^^y/W^ n y KO. 5 2 m L <Sr;!jP^, I^tS 

^tK^ tKv ia?P:ft:^7K«-'<r 1 0 OmLt;i-c>|gjJcJfe}^U WtS^-^hy !>A-ei£ji 

ifyy>f-\ZXnmL. N- (l-:/5^y/w-4, 6->?^^/u-5-= 
>r Ky 7--fyl^) -2, 2-v?p«5">'Uyo/-«:^T^ KOi^^O. 94 g 

IR V (Nujol) cm-' ; 3194, 1670, 1645, 1583, 1529. 
25 'H-NMR (CDClj) 8 (ppm) ; 1.03 (3H, t, J=7.2Hz), 1.27 (9H, s), 
1.50-2.00 (2H, m), 2.10 (3H, s), 2.15 (3H, s), 2.52 (2H, t, J=7. 7 
Hz), 2.90-3.20 (2H, m), 4.16 (2H, br-t). 9.05 (IH, b-s). 
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(2) (1) -r^nhflfcit^l^O. 9 g<^^i5'y-/^2 OmLlC^^U. 5% 

/N°7i;'!^A-^^2 0 Omg^;!rax.. SS'Cs 3 k g f /c mMJlT 1 1 I^K 

5 N- (5-r 5 y - 1 -:/5^y/w-4, y w y- 7 /u) 

-2, 2--i;^ptf-/U7'D/N-i^T5 K(O^^0. 7 9gSr#;fco 
IR V (Nujol) cm-» ; 3356. 3192, 1676. 1626, 1593. 
'H-NMR (CDClj) 6 (ppm) ; 1.02 (3H, t, J=7.3Hz), 1.28 (9H. s). 
1.50-2.00 (2H, m), 1.97 (3H, s). 2.05 (3H. s). 2.48 (2H, t, J=6. 8 
10 Hz), 2.80-3.20 (2H, m), 3.57 (2H. br-s). 3.80-4.20 (2H. m), 9.37 
(IH, br-s). 

(3) (2) X*m^il1tit^m4 0 0me^m\f^X. HJg^J 5 0 (10) 
^fc^S-rSr N- [5- (N-tert-^ h ^i^*/^3ij?=7l^) 

/w^T^^/vT^y - 1 -:/f^y yw- 4, 6 -v?;^5^yv-r y h*v y- ? 

15 JU:\ -2, 2-'J;i^/uyu/<yrK V<D1^^5 4 8me^%fCo 

IR V (Nujol) cm-' ; 3283. 3141, 1741, 1720, 1676, 1625, 1583. 
•H-NMR (CDCI3) 6 (ppm) ; 1.02 (3H, t, J=7.6Hz), 1.26 (9H, s). 
1.51(9H, s). 1.50-1.90 (2H. m). 2.19 (3H. s), 2.29 (3H. s). 2.45- 
2.55 (2H, m), 2.70-2.90, 3.10-3.40 (2H, br, br), 3.95-4.10, 4.15- 

20 4.30 (2H, br, br), 6.60 (IH, br-s), 7.50-7.80 (IH, s), 9.19 (IH, 
s). 

(4) (3) -c^btiyt^fb-a-ii^i. 3 6gi^ffiv>x. mm&i6 tmmmm-t 

IR V (Nujol) cm"' ; 3315, 3217, 1666, 1627, 1583. 
25 'H-NMR (DMSO-d.) 5 (ppm) ; 0.96 (3H. t, J=7. 3Hz), 1.17 (9H, s) . 
1.55-1.70 (2H, m), 2.12 (3H, s), 2.24 (3H. s), 2.45-2.60 (2H, m). 
2.75-3.20 (2H. br), 3.80-4. 10, 4.20-4.40 (2H, br, br), 6.72 (2H. 
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s), 8. 36 (IH. br-s), 9.07 (IH. s). 

mmm 5 3 

N- (2, 4, 6- hV j^'f-^^- l-yolf/U- 5-:^A^7 7'^^ /^T % y ^ 
VY^)y-7 -^A^) -2, 2-'^^f-/V'fn^<yr%Ym.fkM. 
5 (1) 2, 4, 6 - h y ^ ^/U>f :/ K'-/W4 8 0 m g ^IIV^-C. UlS^^iJ 1 

(1) irl^ieH^i^iai-SiirtciO, \-r'tf-)V-2, 4, e-hy^^/w 
>r y K y y Oij^ft 5 2 0 m g «r#feo 

IR V (Nujol) cm-* ; 1653, 1593. 

'H-NMR (CDCI3) 5 (ppm) ; 1.28 (3H, d, J=6. 4Hz), 2.19 (3H, s), 
10 2.30 (6H, s), 2.40-3,40 (2H, m), 4.52 (IH, br). 6.83 (IH, s), 
7.81 (IH, s). 

(2) (1) -^mhfiit^^m^. 3 g^rffl^^T. iiJ6«»i5 0 (3) tmm^ 
^mir^^h\z.ii^ , 1 -r-fe^/V'- 5 -:^o*- 2. 4, 6-hyp<f-/i^^ 

VKyyiO. 85g Sr#yto 
15 IR V (Nujol) cm"' ; 3651, 1655. 

'H-NMR (CDClj) 6 (ppm) ; 1.29 (3H, d, J=6.4Hz), 2.30 (6H, s), 

2.41 (3H, s), 2.47-3.48 (2H, m), 4.54 (IH, br), 7.95 (IH. s). 

(3) (2) T-#p>tiyt^t:-a*4^55 4 omg<srfflv^■c. nia^iis 0 (4) k.mm. 

\^^mir^:ih\:Lii^. i -T-fef'/i^- 5 -:/n*- 2 , 4, 6-hy^^/w 
20 -7-=ho>r:^Ky :^©i!iSfi4 4 0mg«r#fc. 
IR V (Nujol) cm"* ; 1676, 1533. 

'H-NMR (CDClj) 5 (ppm) ; 1.37 (3H, d, J=6.6Hz), 2.23 (3H, s), 
2.36 (3H, s), 2.48 (3H, s), 2.48-3.54 (2H. m), 4.48-4.64 (IH, m). 

(4) (3) ti^hXlltit^mx. 0 g4rfflV^-C. HJSfiRlSO (5) kWim^ 
25 ^OfS-t-SrirtdJ;?), N- (l-T-fe^/i^-2, 4, & - h ^) :^f-JV^ y Y V 

-2, 2-v^>^/l':/ia/'«vr^ K9 5 lmg^#fco 
IR V (Nujol) cm-' : 3242, 1645. 
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'H-NMR (CDCI3) 8 (ppm) ; 1.27 (3H, d. J=6. 6Hz), 1.'27 (9H, s). 
2.18 (6H, s), 2.30 (3H, s). 2.35-3.45 (2H. m), 4.44-4.59 (IH, in), 
6.88 (IH, s), 8.98 (IH. br). 

(5) (4) -^m^Mcit^me. 9 4g^fflv^T. 5 0 (6) tmm 
5 .{c^aa-rswiri^it?. n- {i-r±f-j^-2, 4, e-hjj^^/v-s- 

^}.tzyf yvv y-7 -yfJl') -2, 2-i^/'^Jl^Zftt/<yT^ V(Of^^6. 
6 8 g S:#fco 

(6) (5) -^nibtltcit^ms. 0 gSrffiV^T. |IJg«Rj5 0 (7) kmm\^ 

irlci 9, N- (2. 4, 6-hyp«^>'i'-5-=hn^y Ky:^ 
10 -7-^yl^) -2, 2 -i>^5^;W7't3/N-yT$ K2. 5 6 g 
IR V (Nujol) cm"' ; 3269, 1643, 1519. 

'H-NMR (CDCI3) 6 (ppm) ; 1.29 (3H, d, J=6.6Hz), 1.27 (9H, s), 
2.11 (3H, s), 2.12 (3H, s), 2.33 (3H, s), 2.40-3.40 (2H, m), 
4.40-4.60 (IH, m), 4.58 (IH. s), 7.03 (IH, s), 8.97 (IH, s). 
15 (7) (6) ■C#P)tlfc'fb'g''fe7 0 OmgSrfflV^T. IIJS«RJ5 0 (8) tmU 

\^mmi-^:ii:\^i:*). n- (2, 4, 6 - h y 5 -= ho - 1 

X2\fjV^y\^])y-7-^/]^) -2, 2-i^;^'^/U•:/u^<yr^Y<0^^^7 1 
0 m g %-#fco 

IR V (Nujol) cm-' ; 3274, 1651, 1593, 1512. 
20 'H-NMR (CDCI3) 8 (ppm) ; 0.88 (3H, t, J=7. 3Hz), 1.26 (3H, d, 
J=6. IHz), 1.34 (9H, s), 1.40-1.65 (2H, m), '2.03 (3H. s), 2.10 (3H, 
s), 2.44 (IH, dd, J=16. 1, 7.1Hz), 2.95-3.05 (IH, m), 3.16 (IH, dd, 
J=16. 1, 9. 5Hz), 3.35-3.45 (IH, m), 3.75-3.85 (IH, m), 6.73 (IH, 
s). 

25 (8) (7) T?#^n,fc^b'8-«^6 8 6mg5rp< ^/-;H SmUC^/St. 
5%/-«7i^!>A-^^ 1 7 Omg^riPx.. BOX:, 3 k g f / c m^^lCTl 1 

^mmm7i(^mmmhtco ^<y'y'i^j»-mi:mmu mBTmmt:m^L±^. 
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m^L. N- (5-T$y-2, 4, 6- h]} i-zfuifju^cyvv 
y-l-^/v) -2. 2-'^:^'f-jVzfxi/<i>^r^Y<Df^^5 1Zmz^mito 
tert-:^^/-;WO. 1 SmL^ltibj^^Uy 1 . 8 mUZlSE^L. - 1 

20^mW.W\.fc^ 5te©jfefB 5 0 0 m g , hy^^yWT^yO. 26mL^SrAP 

10 if u-r Y^yy ^-\7LXm^\.. N- [5- (N-tert-^ h^'>;{;yV7Kc^ 

y-7-yf/u:\ -2, 2-v^;<f-/wyp/-«yT^ K6 8 Omg^#fc„ 
IR V (Nujol) cm-' ; 3283, 3233, 1726, 1651, 1514. 
'H-NMR (DMSO-dj) 5 (ppm) ; 0.79 (3H, t, J=7. IHz), 1.19 (3H, d, 
15 J=6.4Hz), 1.22 (9H, s), 1.30-1.50 (2H, m), 1.43 (9H, s), 1.95 (3H, 
s), 2.05 (3H, s). 2.25-2.35 (IH, m), 2.85-2.95 (IH, m), 3.00-3.15 
(IH, m), 3.20-3.40 (IH, m) , 3. 60-3.75 (IH. br), 8.65 (IH, s), 
9.11 (IH, s), 10.77 (IH, br-s). 

(9) (8) T-^bttfefb-g-tie 6 omgS:ffiv^•c. mmMe tmmK^mir 

20 mmit^^om^ 3 8 4m g^mtc, 

IR V (Nujol) cm"' ; 3204, 1666, 1504. 

•H-NMR (DMSO-de) 8 (ppm) ; 0.83 (3H. t. J=7. IHz). 1.29 (9H. s). 
1.39 (3H, d. J=6. IHz), 1.50-1.90 (2H, m), 2.12 (3H, s). 2.26 (3H. 
s), 2.65-2. 80 (IH, m), 2.95-3.05 (IH, m), 3.20-3.30 (IH, m), 
25 3.35-4.00 (2H, m), 4.15-4.40 (IH, br). 6.50-7.50 (2H, br), 8.49 
(IH, br-s), 9.30-9.70 (IH. br). 
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mmm 5 4 

N- [1- {2-:i^Y^i/3L^/\^) -2, 4, 6 - p< f^yU- 5 7 
^W'/l'T^ />f Ki; T-^^P] -2. 2-i?^^>'W:/'a/^yr ^ KJ 



5 IR V (Nujol) cm"' ; 3366. 3279, 1655, 1626, 1522, 1329, 1194, 
1157. 

»H-NMR (DMSO-de) 6 (ppm) ; 1.12 (3H, t, J=7. IHz), 1.26 (9H, s), 
1.34 (3H. d, J=5.9Hz), 2.10 (3H, s). 2.22 (3H, s). 2.50-2.69 (IH, 

m), 3.16-3.28 (IH, m), 3.28-3.72 (7H. m) , 3.72-4.60 (2H, br), 
10 6.40-7.20 (IH, br), 8.25-8.50 (IH, br) , -9. 10-9. 35 (IH, m). 

mmm 55 

N- [1 - (2-;?< h^i/ai^/W) - 2, 4, 6 - p< ^/W- 5 7 

j\^r % y ^ y }^]) y- 7 — r>'i^] -2, 2-i^^5^/P7'n/^yT5 KJ 



15 IR V (Nujol) cm-' : 3339, 3258, 3180, 3040, 1653, 1624, 1528, 
1339, 1165. 

'H-NMR (DMSO-dj) 8 (ppm) ; 1.25 (9H, s), 1.34 (3H, d, J=6. IHz), 
2.10 (3H, s), 2.22 (3H, s), 2.50-2.69 (IH, m), 3.15-3.70 (6H, m), 
3.26 (3H, s), 3.40-4.70 (2H, br). 6.20-7.20 (IH, br), 8.25-8.50 
20 (IH, br), 9.10-9.35 (IH, m). 

mmm 5 e 

N- [3- (2-/ h'^i^^'^J^^) -4, e-i^pif-ZU—l-yatr/W-S- 
;^;U7 7*>('/l'T5/'<V Ky y-T-^/W] -2, 2 ^yl/^o/^yr 
^ ]^&^^ 

25 (1) 4, e-v^^^/Why^h^;*--/!^! 6. 5 3 glrS^^S 3mLlCi 
8^\^X^f^m^Whi^o *i^'^t::^ h P !?A6 o g©7fc2 o OmL^a?«rjl®Tt. 
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mm-t h V ^ j^'X-^mLtco mmrmm^^i-ji^irm^L. 3- 

i/ai^yp) -4, 6-i;?p«5"/U>ri^Ky :^OJiiSfi 1 6. 3 4 g Sr#fco # e>ix 
fcSg^l 6. 34g^Sr7^h7tKP77>'16 OmL(C^«?L, r^^e;^- 
5 tert-7'f"/W2 2. 3 9 g SriD X.. ^fiJ^ T 2 ^ W^i^^ Lfc» i^jETx h ^ 
t Kn77>'^g56U. #P>ttfc^jS^'>'y ;*>5^/i^*7A^P-r ^^^7 7>^- 
^^:-C«i!^L. 1 -tert-:/ hdE^i^;«;/WjK = /W- 3 - 
;v) -A, &-'J^'f-;Vy(yY^)v2 2. 1 4 g ^^^lo 
IR V (Nujol) cm-' ; 3439. 1739. 1705. 1596. 
10 'H-NMR (CDCI3) 6 (ppm) .; 1.56 (9H, s), 1.37 (IH, br-s), 1.65- 
1.77 (IH, m), 1.85-1.95 (IH, m), 2.25 (3H, s), 2.29 (3H, s), 
3.30-3.40 (IH, m), 3.70-3.80 (2H, m), 3.80-3.95 (2H, m). 6.60 (IH, 
s), 7. 10-7. 70 (IH, br). 

(2) (1) -(imhiltc\t^m2 2. Ig, 35"fb^f'/V9. 4 7mLSrN, 
15 N-^p<^/>*;VAT$ Kl 1 OmLf::^«?t> ^k?&T. i^M^t-TY y i^A 

(6 o%:^->r>'^i^;^^x^^3 3. 9 2 g ufco mmsjcTso 

'f/V'^rg^L^ 1 -tert-:^ h =^'>';&;i^j}?=yw- 3 - (2-^h*'>3:^ 
20 v'l/) - 4 , 6 - >Y^)y22. 8g Sr#fco 

IR V (Nujol) cm"' ; 1741, 1705. 

'H-NMR (CDCI3) 6 (ppm) ; 1.57 (9H, s). 1.60-1.70 (IH, m), 1.90- 
2.00 (IH, ffl), 2.24 (3H, s). 2.29 (3H, s), 3.25-3.35 (IH, n), 3.34 
(3H, s), 3.35-3.45 (2H, m). 3.80-3.90 (2H, m), 6.60 (IH, s), 
25 7. 10-7. 70 (IH. br). 

(3) {2) Xi^hi(l1t\t^m2 2, 7 g^^^7 2mLlC^«PL. 7lC?&T8. 
7Mmt^n2-Zfxi^</-jV^m2 9m'L^M^. l^fflSldT 1 b^^W^ 
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LfCo n-^^-^V-'y^ 'JZf^'d)\^:^-f)V (5-1) M 5 0 0 m L iSr^P 

rnm^^^trnX^t^. #^tlfctft«*7K5 OOmLjC^^t. St-C'f'fP 
Lfe, l^ggai^yVS 0 OmL-CjftWL. tS^^tiSTK^* 5 0 0 mLClTjlR 
ftJfe^b. jjK^-?- h y !>iH-CSj!gLfCo i^JETB^^3:^yi.Sr@*b> 3- (2 

7mL, M; 3i^/W7 ^ 1 5 . SmLSriP^. ^fiJllT 1 tyt. S 

j(S:^e?«r5%^ji:^»7K. 5%SW2K. iaft:fe:S7K#* 2 o OmLl:lTlil?c^fe^^ 

10 Sri^y;(;y>'L'*7A^a-v h^77.f-{c-Ci|f®lU. 1 -T-fe^^/w- 3 - ( 2 
-;;( -4, 6 - i^j^ ^/H' K ^ :^<Z>?fl<^i|& 1 9 . 7 g *#;fe<, 

IR V (Nujol) cm-' ; 1662, 1593. 

'H-NMR (CDCI3) 6 (ppm) ; 1.60-1.75 (IH, m), 1. 85-2.00 (IH, m), 
2.22 (3H, s), 2.25 (3H, s), 2.31 (3H, s), 3.20-3.35 (IH, m), 3.32 
15 (3H, s), 3.35-3.45 (2H, m), 3.85-3.95 (IH. m), 3.95-4.05 (IH, m), 
6.68 (IH, s), 7.89 (IH. s). 

(4) (3) •^'^hiif^\t^m\'d . 6gSrffiv^r. 0 (3) hnw. 

l-^aa-rSw ttCi 0. l-T-fe^/W-5-:/p^-3- (2 -^ hdS^v-a:^ 
-'W) -4, %-'i>:^f-f^^VY^)V2^. 7giS:#fc, 
20 IR V (Nujol) cm-* ; 1645, 1581. 

•H-NMR (CDCI3) 8 (ppm) ; 1.60-1.75 (IH, m), 1. 85-1.95 (IH, m) , 
2.21 (3H, s), 2.33 (3H, s), 2.40 (3H. s), 3.32 (3H, s). 3.35-3.50 
(3H. m). 3.90-4.10 (2H. m). 8.00 (IH, s). 

(5) (4) ■c#e>ttfc'fk-8'*2 6. 6g*fflv^T> nis^sjso (4) hnm. 

25 \Z.%M'f^Z.h\L^^^ 1 -T-tf^/V-5-':/p*-3- (2-^ h^i^Ji^" 
/i^) -4, 6-i^;^5';i^-7-^ho-(':^Kj;>'©i^fil 9. 4 g Sr#fco 
IR V (Nujol) cm-' ; 1737, 1681, 1533. 
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'H-NMR (CDClj) 5 (ppm) : 1.65-1.75 (IH, m), 1.80-1.90 (IH, m), 
2.23 (3H, s). 2.39 (3H, s), .2.48 (3H, s), 3.25-3.45 (3H, m), 3.30 
(3H, s), 4.10-4.20 (2H, m). 

(6) (5) -e#?,nfc^b'a'«K)i 0 gS:fflv>-c. mmmso is) tmmzm 

5 a-rsr i:l-J; 13. N- [1 -T-fe^^V-a- (2-;^ h^i/^i-/V) -4, 
G-i^^^^/l'^yh^Vy-r-^/U] -2, 2-i^;i^/uyuy<yT?. \^9. 
0 9 g «r#fc, 

IR V (Nujol) cm-' ; 3234, 1668. 1641, 1585. 

'H-NMR (CDClj) 6 (ppm) ; 1.27 (9H, s). 1.65-1.80 (IH, m) , 1.85- 
10 1.95 (IH, m), 2.18 (3H, s), 2.21 (3H, s). 2.28 (3H, s), 3.15-3.25 
(IH, m), 3.29 (3H, s), 3.30-3.35 (IH, m), 3.35-3.45 (IH, m), 
4.05-4.15 (2H, m), 6.88 (IH, s), 9.07 (IH, br-s). 

(7) (6) -x^nhtitcit^mB. ogSrffiv^T. mmms 0 (e) tmm\^' 

^mi-^::t\zx^ . N- [i-T-fe^yw-a- (2 b^^v'ai^yu) -4, 
yr^h*(Di^^io. 9 6g^#fc, 

IR V (Nujol) cm-' ; 3219, 1683, 1649, 1583, 1529. 
•H-NMR (CDCI3) 6 (ppm) ; 1.27 (9H. s), 1.70-1.80 (IH, m), 1.85- 
1.95 (IH, m), 2.11 (3H, s), 2.22 (3H, s), 2.31 (3H, s), 3.20-3.35 
20 (2H. m), 3.28 (3H. s) , 3.40-3.45 (IH, m), 4.05-4.25 (2H, m), 9.09 
(IH, br-s). 

(8) (7) vrnhfiftit-^^d. 3glrfflv^■c. mmmso (7) tmm^ 

*afai--5r irJJiJ: N- [3- {2-}i h^U:^i-;i^) -A, 
-5--ho>r^'Ky :^-7--f'-'V] -2, 2-i^>^yl'rn/N"yr5 K©3g 
25 ^6. OSgSr^fCo 

IR V (Nujol) cm"' ; 3420, 3282, 1647, 1610, 1595. 

'H-NMR (CDClj) 5 (ppm) ; 1.35 (9H, s), 1.70-1.90 (2H, n), 2.14 
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(3H, s). 2.22 (3H, s), 3.34 (3H, s), 3.35-3.50 (4H, m), 3.69 (IH. 

d, J=9. 5Hz), 4.49 (IH, br-s), 7. 03 (IH, br-s). 

(9) (8) -r^mhiiit^t^mi. 5 g*fflv^-c. nji^fijs 0 (8) tmm\z. 

mM'r^:LkKi:^ . n- [3- (2 f^i/a^^-^i') -4, 6-i^/f-;\^ 
5 - 5 -= h a- 1 -yn tVl-^ y Ky 7 ->f >'l^] - 2, 2 - i^^ 
y<yT^h*(D^$^l. 4 4gSr#fc. 
IR V (Nujol) cm"' ; 3271, 1651, 1591, 1514. 

'H-NMR (CDCI3) 8 (ppm) ; 0.91 (3H, t, J=7. 3Hz), 1.34 (9H. s), 
1.45-1.60 (2H, m), 1. 65-1.75 (IH, m). 1.75-1.85 (IH, m), 2.03 (3H, 
10 s), 2.17 (3H, s), 3.05-3.15 (IH, m), 3. 25-3. 50 (5H, m), 3.33 (3H, 
s). 3.52 (IH, t. J=9. 3Hz), 6.76 (IH, br-s). 

(10) (9) "t?#p>tvfc^b'e-«ji. 4gS:fflv^T. ^mmso (9) tm^ 

K^mirh:it\^^*) . N- [5-T^y-3- (2-^ h^i^^^^i^) -a, 
Q-^y:^<f-;V-l~zru\f;i^y(y\:}}y-7-^;V\ -2, 2-vf^^;W7'p 

15 ^<yT% Kl. 3 g «r#fc, 

•H-NMR (CDCl,) 8 (ppm) ; 0.89 (3H, t, J=7. 3Hz), 1.35 (9H, s), 
1.45-1.60 (2H, m), 1. 50-2. 00 (2H, m), 1.60-1.70 (IH, m), 1. SO- 
LDO (IH, m), 1.93 (3H, s), 2.10 (3H, s), 2.75-2.85 (IH, m), 
3.10-3.20 (IH, m), 3.20-3.30 (2H, m), 3.35 (3H, s), 3.35-3.50 (3H, 

20 m). 6.93 (IH, br-s). 

(11) {\ 0) -^m^iltzit^mi. 2 5 g^fflV^T. ^M^*ij5 0 (10) 
kmm^^mir^:L}i\Z.i:^ ^ N- [5- (N-tert-:/ hdE-'>;&/l'X)? = 
jv) T./i^yr'^^ )^r^ / -Z- (2-^ h^fi^3if^;u) -4, 6-i?p<f^/v 
-\-'fn\f;V^yY))y-7-><J'\^'S -2, 2 -i?^ ^-^W^p/^^^T ^ K 1 . 

25 7 7 g^#fc, 

IR V (Nujol) cm-' ; 3294, 1728, 1655, 1595. 

'H-NMR (CDClj) 5 (ppm) ; 0.90 (3H, t, J=7.3Hz), 1.33 (9H, s), 
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1.40-1.80 (4H. m), 1.50 (9H, s). 2.09 (3H, s), 2.24 (3H, s), 



2.95-3.05 (IH, m), 3.20-3.50 (6H, m), 3.33 (3H, s). 6.47 (IH, s), 
6.87 (IH, s). 

(12) ii 1) -^nhtvitit^^i. 7 g^m^x. mmmetmm^^m. 

IR V (Nujol) cm-' ; 3280, 3093, 1678. 

'H-NMR (DMSO-d,) 5 (ppm) ; 0.87 (3H, t, J=7. 3Hz). 1.27 (9H, s), 
1.60-1.80 (3H, m), 1.90-2.00 (IH, m), 2.12 (3H, s), 2.31 (3H, s), 
3.00-3.10 (IH, m). 3. 20-3.30 (IH, m), 3.27 (3H, s), 3.30-3.80 (5H, 
10 m), 6.50-7.50 (2H, m), 8.45 (IH, br-s), 9.16 (IH, br-s). 

mmm 5 7 

N- (4, 6-v';><^/l'-2-^5'>'V'f';*-p«f'/V- 1 -ynf/W-5-;^/V7 
7'^^^^TKy^yh*]}'y-7-^/V) -2, 2 -v=pt5^yl/yp/-?yT5 KM 



15 (1) 4, 6->'p«^/l'-2-t Kndfi^p<5^/W>'K--'H 4. 5 g SrS^i^ 

20 2-fc Kn=api/p<^7V-4, e-'J;^f-/Uy(yh*Vy(0m^^l3. 8 g 

2mL, hya^^/l-T^i^S 2. 6mL^MK.s ^fflJJlT 2 B W^it Lfc. ^ 

25 - 1 -T-fe^/V'-4, 6-i^/^/\^>( y\f]} y<Dmii)t^l 8. Sgirmco 
'H-NMR (CDCl,) 6 (ppm) ; 2.00 (3H, s), 2.19 (3H, s), 2.31 (3H, 
s), 2.36 (3H, s), 2.70 (IH, d, J=16.0Hz), 3.15 (IH, dd, J=16.0, 
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8.6Hz), 3.80-4.30 (2H, m) , 4.40-5.20 (IH, m), 6.69 (IH, s), 7.40- 

8.00 (IH, br). 

(2) (1) -Qmhintiit^i^l . 4 3 gS:ffi^^^:. IIJfi«»j5 0 (3) t^m 

5 4, 6-i^/fJ\^^:y]^])y9, 4 6gSr#fc. 
IR V (Nujol) cm-' ; 1747, 1660, 1651. 

'H-NMR (CDClj) 8 (ppm) ; 1.95 (0. 9H, br-s), 2.06 (2. IH, br-s), 
2.31 (3H, s), 2.35 (3H, s), 2.41 (3H, s), 2.70-2.90 (IH. m) , 
3.10-3.30 (IH, m), 3.90 (0. 6H, br-s), 4.19 (1.4H. br-s). 4.62 
10 (0. 7H. br-s), 4.90-5.20 (0. 3H, br), 6.80-7.00 (0. 3H, br), 7.91 
(0.7H, br-s). 

(3) (2) Vmhfl-^it^m9. 3 4g«rfflV^T. HJg^J 5 0 (4) tmi^ 

4, 6-i^;^f-/\^-7 -^h^^ yh*}} yoB^l 0. 0 4g^#yto 
15 IR V (Nujol) cm-' ; 1744, 1672, 1537. 

•H-NMR (CDClj) a (ppn) ; 2.09 (3H, s), 2.31 (3H, s), 2.38 (3H, 
s), 2.50 (3H. s). 2.81 (IH, d, J=16.1Hz), 3.31 (IH, dd. J=16. 1. 
8.6Hz), 4.00 (IH, dd, J=11.5, 7. IHz), 4,26 (IH, dd, J=11.5, 
6.8Hz), 4.70-4.80 (IH, m). 

20 (4) (3) -^mhiriitit^^i 0. 0 gi:m^x. mmmso (5) tmu 

-i^;^^/]^-(y\fVy-7--{Ji^) -2, 2-*/:^f'JV/xx/<y7 ^Y7 . 7 
g«r#fco 

IR V (Nujol) cm-' ; 3265, 1740, 1674, 1639, 1587. 
25 'H-NMR (CDClj) 6 (ppm) ; 1.26 (9H, s), 2.01 (3H, s), 2.18 (3H, 
s), 2.19 (3H, s), 2.38 (3H, s), 2.65 (IH, d, J=15.9Hz), 3.25 (IH, 
dd, J=15.9, 8. 3Hz), 4.00-4.15 (2H, m), 4.60-4.70 (IH, m), 6.90 
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(IH, s), 8.84 (IH, br-s). 

(5) (4) -^m^fiitit^m? . 7 g^ffl^^-c. ms^Rjs 0 (6) tmm\^ 

^miri:Lt\^^*) . N- (2-T-fe h'^-^pt^/W- 1 6- 
i^;^'^/l'-5-^hn^l^yVy-7->(/\^) -2, l-^'J :^f-j\'-fxxAvr 
5 ^ K<Z)igfB7. 9 2 gSr#fCo 

IR V (Nujol) cm-'; 3284, 1735, 1685, 1639, 1585. 
'H-NMR (CDClj) 5 (ppm) ; 1.26 (9H, s), 1.99 (3H. s), 2.12 (3H, 
s), 2.18 (3H, s). 2.41 (3H, s), 2.65 (IH, d, J=15. 9Hz), 3.34 (IH, 
dd, J=15.9, 8.0Hz), 4.12 (2H, d, J=6. 3Hz), 4.65-4.75 (IH, m), 
10 8.82 (IH, b-s). 

(6) (5) t?#Pjttfc|k-e-i^7. 8 7 gS:7<^'y~/l'7 9mLlC^«¥L. ^ 

15 i^JET^'npxixyl'ASrg^L. N- (2 -t Ki3dE^i^7«^/l'-4, B-i^pi^ 
/w-5-=hp>r:^Ky >'-7-'r/l') -2, 2-i?7»f'/v:^n^-«:^T$ K© 

5 . 7 g Sr#fCo 
IR V (Nujol) cm"' ; 3273, 1651, 1597, 1515. • 

'H-NMR (CDClj) 8 (ppm) ; 1.36 (9H, s), 2.14 (3H, s), 2.15 (3H, 
20 s), 2.40-2.50 (IH, m), 2.80 (IH, dd, J=16. 1, 5.6H2), 3.12 (IH, dd, 
J=16. 1, 9. 5Hz), 3.50-3.60 (IH, m), 3.68 (IH, dt, J=11.2. 4. 2Hz), 
4.05-4.15 (IH, m), 4.70 (IH, br-s), 7.12 (IH, br-s). 

(7) (6) T^btlfc^t-a-l^jS. 34gS:N, N-i^p<^/I^*/l'AT5 K2 

25 •^{kT'o fyW6. 48mLlrilP£, 1 1 0 tJlZlTl 3 1^^^^^^ tyt. S^S^^tC 
g^^i^>rU2 0 OinLS:;!jn;t. iH^. iafO:^*S7K#>«r 2 0 0 m 
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m^fitcBmi:i^V:ltJ^/i^:^7J^^ti-rhi^7 7^-\LXmL. N- (2- 
t h*u^i//^ju- 4, 6 -v^^ 5 -= ho- 1 -:/D tvu-fy Ky 

-7--r>'^) -2, 2-i;?^f^yuyn/-?yT^ K3. 7 2g;^#fco 
IR V (Nujol) cm-' : 3307, 1739, 1651, 1591, 1506. 
5 'H-NMR (CDCI3) 8 (ppm) ; 0.85 (3H, t, J=7. 3Hz) , 1.35 (9H, s), 
1.40-1.55 (2H, a), 2.07 (3H, s), 2.12 (3H, s), 2.76 (IH, dd. 
J=16. 1, 4.4Hz), 2.85-3.00 (2H, m), 3.10-3.30 (2H, n), 3.40-3.50 
(IH, m), 3. 70-3.90 (2H, m). 6.94 (IH, b-s). 

(8) i7) l^mhfltcit^ms. 7 g^^nuTts/UM^S 7mL{zmMl^. ^ 
10 ?&T> P« n y K 1 . 5 7mL, h])^^/VT^y2. 8 4m 

^W-lwTfirSSib^ N- (2 - ^ y^/u:^:^/^:^^^^^^/^- 4 , 
15 ^/i'-5-:=-hX3-l-z/'u\f;l^^yh*])y-7-y(^V) -2, 2-i^p<^/l^ 
:/i3/-?>'T5 K<Offt*tifel. 8 2 g Sr#fco #?>nfcJft:|^4S»«rN, N-i^;<^ 
;W;}n/VAT5 F3 BmLtCl^^L. U A 9 4 2 m g i^iP 7 

2 0 omnzxmr^^^L, mm-)- h V ^ ^xni^Lito ^^rmisk 

20 3:^/ViSr@*L. N- (2-T-fef-yl'^;^-7«f';l'-4, 6 ^/V- 5 - = 
hn-l-zfti}^jU^y}t}}y-7-^/l^) -2, 2 -•i^;^^>'l^yo/>°>'T^ 
K 1 . 3 9 g ^mtCo 

IR V (Nujol) cm-' : 3319, 1695, 1651, 1593, 1512. 
'H-NMR (CDClj) 5 (ppm) ; 0.87 (3H, t, J=7. 3Hz), 1.34 (9H, s), 
25 1.40-1.60 (2H. m). 2.03 (3H, s). 2.10 (3H, s). 2.37 (3H, s), 2.55 
(IH, dd, J=16.4, 4.9Hz), 2.85 (IH, dd, J=13. 7, 7.8Hz), 3.00-3.10 
(IH, m), 3.20 (IH, dd, J=16. 4, lO.OHz), 3.24 (IH, dd. J=13.7, 
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4.1Hz), 3.30-3.40 (IH, m) , 3.80-3.90 (IH, m). 6.76 (IH, br-s). 

(9) (8) •C#^)i^fc^k'a•^t^J6 9 0mgS:^^y->'U2 0. 7mL(3:^ft?L. 

tjcj^t. iM;^mt')-hv ^j^7i(.mmi. 96mL^sr*p;t> mm.mi^ximw\ 

mnvito BL}^mmWt:^'^J\^l 0 OmL«r;!Jtlx.. tK. ia^:tm7K#>«r 10 0 

N- (2-^yV;t;7'h;»<f^/w-4, 6 ^yv- 5 h p - 1 -T'o fcVv- 
yfyyVy-l-^Jl^) -2, 2-i^;^^/i'-:fn/<y7%}f5 7 Omg^ntic 
IR V (Nujol) cm-' ; 3288, 1651, 1593, 1516. 

'H-NMR (CDCI3) 6 (ppm) ; 0.86 (3H, t, J=7. 3Hz), 1.34 (9H, s), 
10 .1.40-1.65 (2H, m), 1.50-1.80 (IH, br), 2.04 (3H, s), 2.12 (3H, s) , 
2.60-2.75 (2H. m). 2.79 (IH, dd, J=16.6. 5.2Hz), 2.90-3.00 (IH, 
' m). 3.21 (IH, dd. J=16.6, lO.OHz), 3.30-3.40 (IH, m), 3.85-3.95 
(IH, m), 6. 77 (IH, br-s). 

(10) (9) X'S^ntcit^^ 5 5 Omg^N, N-i:^ / '^/U:^-/^M>T ^ V 
15 5. 5mL\zmmh. mmnmr. y-fv if /^:^^/^7^yO. 3 2mL, 

3!>^bp<f"/vo. i2mLSrADx.. mm^x 3 o^mmwLito Rft^mmwt 
h V ^ M.xnmLito m&Tmwt^^^^^^^L. n- (4, 6-i^p<^/i^- 

20 2, 2-i?;>i^;l'yo/-«yT5 K5 3 0mg«r#feo 

IR V (Nujol) cm-' ; 3304, 1651, 1593, 1514. 

»H-NMR (CDCl,) 8 (ppm) ; 0.87 (3H, t, J=7.3Hz), 1.34 (9H, s), 
1.40-1.60 (2H, m), 2.02 (3H, s), 2.12 (3H, s), 2.16 (3H, s), 2.57 
(IH, dd, J=12.7, 8.6Hz), 2.70-2.80 (2H, m), 2.95-3.05 (IH, m), 
25 3.23 (IH, dd, J=16. 4, 9. 7Hz), 3. 35-3. 45 (IH, m), 3.80-3.90 (IH, 
m), 6.77 (IH, br-s). 

(11) (1 0) •e^^tlfc'fk'g-^&S 2 Omg^rfflV^-C. Hlffi^SlS 3 (8) k 
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mW^^Mi-^:LtKXr} . N- [5- (N-tert-y h^i/^/U^^/l') 



\:'/U^yVVy-7--fji':\ -2, 2-i?^f^/uyo/-«yT5 K4 3 Omg 

5 IR V (Nujol) cm'' ; 3242, 1728, 1651, 1597. 1514. 

'H-NMR (DMSO-dg) 6 (ppm) ; 0.85 (3H, t, J=7. 3Hz), 1.33 (9H. s), 
1.50 (9H, s), 1.70-1.90 (2H, m), 2.09 (3H, s). 2.16 (3H, s), 2.19 
(3H, s), 2.55 (IH, dd, J=12. 7, 8,8Hz), 2.69 (IH, dd, J=16. 4, 
4.9Hz), 2.75 (IH. dd, J=12. 7, 4. 2Hz) . 2.90-3.00 (IH. m), 3.20- 
10 3. 35 (2H, m), 3.70-3.80 (IH, m), 6.53 (IH, s), 6.89 (IH, s), 
7.85-8. 15 (IH, br). 

(12) (11) -^nhiiitit^m4iome^^\^x. mmme tmm^^ 

IR V (Nujol) cm-' ; 3155, 1657, 1504, 1344, 1194, 1161. 
15 'H-NMR (DMSO-dg) 6 (ppm) ; 0.81 (3H, t, J=7. 3Hz), 1.26 (9H, s), 
1.42-1.70 (2H, m), 2.08 (3H, s), 2.14 (3H, s), 2.21 (3H, s), 2.57 
(IH, dd, J=13.7, 8.8Hz), 2.73-2.87 (IH, m) , 2.89-3.06 (2H, m), 
3.20-4.40 (2H, br), 3.22-3.37 (2H, m), 4.00-4.15 (IH. m), 5.80- 
7. 40 (IH, m), 8.20-8.40 (IH, br), 9.00-9.20 (IH, br). 

20 mmm s s 

N- [1- (6 -fc Kp^v^'^^-WV) -4, e 5-:^J\^77'^ 

^ fvr ^W\iy-7 --i -2, 2-i^^f-fv:fu/<yrKYmkM. 
(1) N- (4, 6-i?p<f-/w-6-- ho^ryKy ^^-r-'T/v) -2, 2 

-'J:^^f\''fxij<yr?.YZ. ISgIrN, N-i?^f-yW*/WAT5 K3 Om 
25 LJC^^U. ^^^^KT. 'y^ )/-fn\fjV:zL'f-jvr%l^2. 2mL, 6-:^n 
^-l-^^^J-ji^l. 7mLSrSPx.s 1 0 0 t^lClT 1 4 f^ffi^j^ Lfeo S 
l3|^SJ3i^/V2 0 OmL«r*B^. 5%^'3i:^gg2K. tKx fiaft^ii7K#>«r l 
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0 omnzxtm^^v, mwti-v]}'>M^x^.nmL. ms.rm^^^'^/^^w^ 

[1- (6-fc Kodfi^^dE^iz/W) -4. e-i^^^f'/W-S-^ hc2'r:^Ky 
y-7->r/V] -2, 2-i^p«^/^7'p/^•^^r ^ K©i^^l. 6g«:#fco 
5 'H-NMR (CDCI3) 6 (ppm) ; 1.25-1.45 (4H, m), 1.33 (9H, s) , 1.45- 
1.60 (4H, m). 2.02 (3H, s), 2.11 (3H. s), 2.90 (2H, t, J=9.0Hz), 
3.24 (2H, t, J=7. 6Hz), 3.54 (2H, t, J=8. 8Hz), 3.60-3.70 (2H, m), 
6.83 (IH, s). 

(2) (1) -e#bti:/S:'fb-^ii^l. 5 7 g=SrN. N-i^^^/Wj}^;l^AT5 K8 
10 mL(C^ft?L. ^ 5:^>'-/l'6 0 Omg, teit--ff-/l''J?i'^/\^i^})J\^^n 

y K6 6 4mgSrJP;t. ^®l3T0. SH^mmWhlto R!t^m\mm:=^^^l^ 2 

J>,i/ h^yy -(-KXl^Bl^s N- [1- (6 -tert->''^>'l^v^p<f->'W 
15 *yV /I'^i-^U^^i^/l') -4. 6-i^7<f--'V-5-=M3'f >'Ky >'-7->f 
/W] -2, 2-i;>p<f-/W:/o/-?yT$ Kl . 89g*#yt. 
IR V (Nujol) cm-' ; 3290, 1647, 1593, 1508. 

'H-NMR (CDCI3) 6 (ppm) ; 0.05 (6H, s), 0.85 (9H, s), 1.10-1.70 
(8H, n), 1.29 (9H, s). 1.98 (3H. s), 2.06 (3H, s), 2.70-3.00 (2H, 
20 m), 3.10-3.30 (2H, m), 3.30-3.70 (4H, m), 6.70 (IH, s). 

(3) (2) Xm^tlfc^\:^mi. 8 5 g^7«i?y-/l-4 OmLt^^j^b. 
5%y<yi^^J^-mm3 7 Omg^m^, 35t:. 3 k g f / c mM::-C 1 1 

f^mmmj^$^mMLito ^<yi?^j>>-mt:mmL. mmrmm^^^Ltc^^. 

25 N-(5-T5y-l - (6 - teTt--/i'jVi^;^i'/l'i^V ^^t^i^^^i^ 
)\^) -4, 6-v^p<f'W>'Ky :^-7--l'/V) -2, 2-i?pi5^yl'yn/N'y 
7^ K©JgSl. 6 0 gSr#;fc, 
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IR V (Nujol) cm-' ; 3284, 1657, 1506. 

'H-NMR (CDClj) 6 (ppm) ; 0.05 (6H, s), 0.90 (9H, s). 1.10-1.70 
(8H, m), 1.35 (9H, s), 1.93 (3H, s), 2.06 (3H, s), 2.70-3.10 (4H. 
m), 3.00-3.80 (2H, br), 3.20-3.50 (2H, m), 3.50-3.70 (2H, m). 
5 6.92 (IH, s). 

(4) (3) 'r^mf:>tiitit^m4 0 omg^^ii^x. mmms tmm^^mt 

N- [5- (N-tert-y h ^'>';!{;/W3j?=/u) ^jvyr"^^ 
/UT^/-1- (6 -tert-:^^/Vi^^f^/Wi^yyV';d-^e/'^#:>/V) -4, 
6-i^;^f/Vyfy}!])y-7 — T/W] -2, 2-i^/f-JU:fx2/<y7^h*44 
10 0 m g Sr#fc„ 

IR V (Nujol) cm-' ; 3371, 3184, 1755, 1657. 1512. 
'H-NMR (CDCl,) 5 (ppm) ; 0.04 (6H, s), 0. 81 (9H, s), 1.20-1.45 
(4H, m), 1.38 (9H, s), 1.40-1.70 (4H, m), 1.52 (9H, s), 2.06 (3H, 
s). 2.17 (3H, s), 2.83 (2H. t, J=8. 3Hz), 3.16 (2H, t, J=7. 6Hz), 
.15 3.40-3.50 (2H, m), 3.58 (2H. t, J=6.6Hz), 6.46 (IH, s), 6.92 (IH, 
s). 7.70-7.80 (IH. br). 

(5) (4) vnhtitcit^^i. 3 5 g^m^x. mmme tmm\^fiiimt 

5 r i: Ij: i •? , mm^t^mom^ 6 5 0 m g «r#fco 
IR V (Nujol) CB-' ; 3379, 3244, 3117, 1703, 1682, 1508. 
20 'H-NMR (DMSO-d,) 6 (ppm) ; 1.20-1.40 (4H, m), 1.28 (9H, s). 
1.50-1.60 (2H, m), 1.60-1.75 (2H, br), 2.13 (3H, s), 2.28 (3H, s), 
3.05-3.25 (4H, m), 3.30-4.30 (IH. br), 3.70-3.85 (2H, m), 4.06 
(2H, t, J=6.4Hz), 6.70-7.00 (2H, br), 8.19 (IH, s), 8.53 (IH, s), 
9.24 (IH, s). 

25 mmns 7\Lmv^x. mmms 9(oit^mi:^^Lito 
mmm 5 9 

N- (2 -3if-/i.f^;t-p<^/v-4, e-i^^f'/w- 1 -:/n tr/u- 5-;^/^7 
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IR V (Nujol) cm"' : 3146, 3063, 1651, 1504, 1339, 1192, 1159. 
'H-NMR (DMSO-de) 6 (ppm) ; 0.81 (3H, t, J=7. 2Hz), 1.20 (3H, t, 
5 J=7. 3Hz), 1.25 (9H, s), 1.40-1.70 (2H, m), 2.08 (3H, s), 2.21 (3H, 
s), 2.50-2.70 (IH, m), 2.61 (2H, q, J=7.3Hz), 2.70-2.90 (IH, m), 
2.90-3.10 (2H, m), 3.20-3.40 (2H, m), 3.40-4.40 (IH, br), 4.00- 
4.20 (IH, m), 6.50-7.50 (2H, br), 8.30 (IH, br-s), 9.08 (IH, br- 
s). 

10 HiS^ajeo 

N- [1- (2-3if^;Vf^;t3:^/W) -4, 6 - f^/W- 5 7 
iVr%J^l^Y^):y-7-y(;V[ -2, 2-'J^^f\'-/n/^yr^Ym.^i^ 

(1) ^JS0iJl {&) X^^hilfcit^mz. Og. 2-:/n^ji^/-/i.5. 
SmL^fflV^T. HJS^ilSO (8) t l^^fC^aS-T 5 - i: t i 9 , N- [1- 

15 (2-t Ko#$^x.f-;i^) -4, Q-i^:^^/\^-S-=-Vuy(yY))'y-7- 
-T/w] -2, 2-i^:^i';V'fxi/<yr^Y<om^Q. 2 1 g Sr#fco 
IR V (Nujol) cm"' ; 3346, 3233, 1641, 1587. 1506. 
'H-NMR (DMSO-dg) 5 (ppa) ; 1.21 (9H, s), 1.87 (3H, s), 2.04 (3H, 
s), 2.89 (2H, t, J=8. 8H2), 3.30-3.40 (2H, n), 3.50-3.60 (2H, br), 

20 4.65 (2H, t, J=8.8Hz), 4.79 (IH, t, J=4.9Hz), 8.85 (IH, s). 

(2) (1) x^mhfitz^t^m^. 2 1 g$r^v^T. ^j£«^j5 7 (8) tmm. 

{-toa-rsr N- [1- (2-r-^f-jvf-t=^f'J^^) -4, 

/^;l'-5-=^hny(y}tV:^-7-^jl''] -2, 2 -i^^i ^'/wyo/N'yT 5 
K©igS6. 5 3 gSr#fco 
25 IR V (Nujol) cm-' ; 3267, 1703, 1645, 1589. 1506. 

'H-NMR (CDCl,) 8 (ppm) ; 1.32 (9H. s), 2.05 (3H, s), 2.12 (3H, 
s), 2.35 (3H, s), 2.94 (2H, t, J=9.0Hz), 2.97 (2H, t, J=7.8Hz), 
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3.35-3.45 (2H, m), 3.63 (2H, t, J=9. OHz) , 7.07 (IH, s). 

(3) (2) -e^i^ixfc^b^ifee. 5g^s^ffiv^r. mmms? (9) tmm:: 

^la-f i:»:iJ: N- [1- i2-yi/]^A:/'h=^f-/\^) -4, 6-i?p«^ 
ju- 5-:^hu^ yVV y-7 /Wl -2, 2-v?j?«^/W:/n/<yT$ 
5 5 . 5 4 g lr#fco 

IR V (Nujol) cm"' ; 3279, 1645, 1593, 1506. 

'H-NMR (CDCl,) 6 (ppm) : 1.36 (9H, s), 1.43 (IH, t. J=7.0Hz), 

2.02 (3H, s), 2.11 (3H, s), 2.67 (2H, q, J=7.0Hz), 2.94 (2H, t, 
J=9.0Hz). 3.50 (2H, t, J=7. 3Hz). 3.57 (2H, t, J=9.0Hz), 6.97 (IH, 

10 s). 

(4) (3) X-n^i^tcit^mi. 5g, B^itzJ^fjUO. 6 5mLS:ffiV^r. 

mmms? no) tmm\^^mi-i>:itK3:*). n- [i- (2-3:^/vf^ 

t^^i'/U) -4, 6-i^?i^jU-5-=^hn^y}f])y-7 -^/V^i -2, 2 

15 IR V (Nujol) cm-' : 3277, 1645, 1591, 1510. 

'H-NMR (CDCI3) 8 (ppm) ; 1.25 (3H, t, J=7.4Hz), 1.36 (9H, s), 

2.03 (3H, s), 2.11 (3H. s), 2.55 (2H, q, J=7.4Hz), 2.68 (2H, t, 
J=7. 3Hz), 2.93 (2H, t, J=9.0Hz), 3.51 (2H, t, J=7. 3Hz), 3.60 (2H, 
t, J=9. 0 Hz), 7.00 (IH, s). 

20 (5) (4) -e#P>nfc<fc'g'#>7 8 OmgS:fflV^T. ||Jfi«3l5 3 (8).tl^^ 
{-^aa-t^w il' J: Us N- [5- (N-tert-:^ h^t^;(»yU/-J?=/v) 
yy'^^f^^T^J-X- (2 -Jif^;wf^;*-x^/w) -4, 6-i^^5^yu-7- 
^fV'\ -2, 2--i^.;«f-/l'7'o/<^r 5 K©i^fH9 4 OmgSr^fc, 
IR V (Nujol) cm"' ; 3346, 1732, 1653, 1518. 

25 'H-NMR (CDCI3) 5 (ppm) ; 1.24 (3H, t, J=7. 3Hz), 1.35 (9H. s), 
1.50 (9H, s), 2.06 (3H, s), 2.18 (3H, s), 2.54 (2H, q, J=7.3Hz), 
2.65 (2H, t, J=7.6Hz), 2.87 (2H. t, J=8.8Hz), 3.43 (2H, t. 
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J=7.6Hz), 3.52 (2H, t. J=8. 8Hz), 6.56 (IH, s), 7.08 (IH, br-s), 

7.90-8.05 (IH, br). 

(6) (5) t?#e,tifc{t:^«fe9 2 omgS:ffiv^r. mmm6 twim\mmt 

5 IR V (Nujol) cm"' ; 3558, 3483, 3246. 3163, 1665. 1630, 1504. 

•H-NMR (DMSO-de) 6 (ppm) ; 1.16 (3H, t, J=7. 3Hz), 1.27 (9H, s), 
2.09 (3H, s), 2.24 (3H, s), 2.53 (2H, q, J=7. 3 Hz), 2.70-2.80 (2H, 
m), 3.06 (2H. br-t). 3.30-3.40 (2H, m), 3.40-4.20 (2H. br), 3.70 
(2H. t, J=7.8Hz), 6. 30-7.20 (IH, br), 8.39 (IH, s), 9.05 (IH, s). 

10 mmme 1 

N- [4, 6-i^/i'/V-l- (2-;)<^/U'?';*-x^/l/) - 5-7./V77'^4 
fVr%/^l^Y])l^-7-y<jV'\ -2, 2-i^^^/uyo/N*yT^ K:1^4e 
{!) mW\&0 (3) X^m^i^X'tcit^mi . 5g. at^lt^f^^wo. 5 3m 
LSrfflV^T. IIWJ5 7 (10) t IH^lJl^aaf 5 ^ IJ: i 9 , N- [4, 6 

15 -^Jj^^/V-l- (2-p«f-yUf-;*-3:f->'W) -b-s-Vnyd/Y^jy-l 
yv] -2, 2 f^/Pyn/^yr 5 KOJ^^l. 4 2 g ^#fco 
IR V (Nujol) cm"' ; 3280, 1732, 1647, 1593, 1516. 
'H-NMR (CDCl,) 6 (ppm) ; 1.36 (9H, s), 2.03 (3H, s), 2.11 (3H, 
s), 2.13 (3H, s), 2.66 (2H, t. J=7.3Hz), 2.93 (2H, t, J=8.8Hz), 

20 3.52 (2H, t, J=7. 3Hz), 3.61 (2H, t, J=8. 8Hz), 6.98 (IH, s). 

(2) (1) -^'^hMcit^mi. ogSrfflv^•r. mmmsz (8) tmmz. 

^OiS-f '5::tfcJ;«J> N- [5- (N-tert-y h^'>;{7/ujj<c::;w) ^;vy 

y-7--r/W] -2, 2-i^:^i-;V'/nAy7KV(r>i^^\. 2 5 g 

25 IR V (Nujol) cm"' ; 3254. 1728, 1651, 1599, 1508. 

'H-NMR (CDCl,) S (ppm) ; 1.35 (9H, s), 1.50 (9H, s), 2.05 (3H, 

s), 2.11 (3H. s), 2.17 (3H, s), 2.62 (2H, t. J=7.6Hz), 2.86 (2H, 
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t, J=8. 6Hz), 3.44 (2H, t, J=7. 6Hz). 3.51 (2H, t, J=8.6Hz), 6.60 

(IH, s). 7.12 (IH, br-s), 7.90-8.15 (IH. br). 

(3) (2) x-mhtitcit^mi. 2 2g^M\^x. ^mme iimm\z^mt 

5 r i: J: U . mmil^-^^om^B 9 1 5 m g Sr#feo 
5 IR V (Nujol) cm-' ; 3257, 3143, 1674, 1487, 

'H-NMR (DMSO-dj) 8 (ppm) ; 1.26 (9H, s), 2.07 (3H. s) , 2.09 (3H, 
s), 2.23 (3H, s), 2.65-2.75 (2H, m), 3.02 (2H, br-t), 3.30-3.40 
(2H, m), 3.40-4.20 (2H, br), 3.68 (2H, t, J=8.0Hz), 6.50-7.00 (IH. 
br). 8.35 (IH, s), 9.00 (IH. s). 

mmm e 2 

N- (2-:/f^/w-i, 4, 6- MJ^f^/v-5-;^/i'7T*'r/wr^/>ry 

py^_7_^yu) _2, 2-v?^f^/U7'a/'?>-r 5 m^^l 
IR V (Nujol) cm-' ; 3361, 3275. 3138, 1672. 

15 'H-NMR (CDCl,) 5 (ppm) ; 0.89 (3H, br-t), 1.26 (9H, s), 1.30- 
1.40 (4H. m). 1.50-1.65 (IH. br), 1.85-2.00 (IH, br). 2.10 (3H, 
s), 2.25 (3H, s), 2.70-2.90 (IH, m), 2.83 (3H, s) , 3.40-4.00 (3H, 
m), 3. 27 (IH, dd, J=15.6, 7.1Hz), 6.40-7.20 (IH, br), 8.44 (IH, 
br-s), 9.24 (IH, br-s). 

20 6 3 

N- (2-:/^;u-4, 6-i^}i'f/U-5-7./uy7^4/^T^y4yV}}y 

-7 — (ju) -2, 2-e^^^-'i^:/n/N°:^r ^ K 

IR V (Nujol) cm"' ; 3337, 3271, 1638. 

'H-NMR (CDCl,) 5 (ppm) ; 0.91 (3H, br-t), 1.35 (9H, s), 1.50- 
25 1.70 (6H, m), 2.02 (3H, s), 2.06 (3H, s), 2.59 (IH, dd, J=15.4, 
. 8. 3Hz), 3.12 (IH, dd, J=15. 6, 8.6Hz). 3.15-3.35 (2H, br), 3.75- 
3.85 (IH. m), 3.90-4.30 (IH. br), 7.07 (IH, br-s). 
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•?;^JITllllt^BPl^M. in vitro LD LjSimitm^j^m^ ^xj^m 

5 HS^^Jl : fffACATPIWf^ffl 

;^rn-/H%*JiSiDLyS:l^i|^, B^^'WT) Sr 1 B 1 0 0 g To-^t. 4 51 

4t:. 10, 0 0 0 r pmT?l 5^P^ig.i>^|ltLfc„ #e>nfc±«<Sr$P> 
10 IC4*C. 4 1. 0 0 0 r 0^>r^5iiL^^)-ilU. 5 ^ o )/-A^>®$r#f£o 

7./V':^^^>]f (DMso) ^ft}itDMso\z^m\^it^m^\:^mmms nL. 

RlZ'mWt^J:^ [1-"'C] -:tU:t^J\^C o A^M:^. ^fi^SOO/iLi 
tfc. 3 7X^X2 O^f^^y^^^-'^'syLft^s ^nxii!!i}VJ>,-i^9 J — 
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m 



yjP2003/009012 



mi 





ffFACATPl§^(%) 




WACATPl^ 




(^gS : 1 O-'M) 




: 1 0 - 


mmm i 


9 7.4 


mmm 2 2 


9 7. 9 


mMm 2 


9 4. 8 


mmm 2 3 


9 6. 2 


mmm 3 


8 9. 3 


2 4 


9 5. 7 


mmm 4 


75. 8 


HIS^SJ 2 5 


9 4. 3 


mmm e 


9 7. 4 


lll&^2 6 


9 5.4 




9 5. 7 


mmm 2 7 


7 8. 6 


m^m 8 


9 6. 3 


HJS^J 2 9 


7 9. 5 


MWl 1 0 


8 7. 3 


HiS^^J 3 9 


9 7.0 


mmm 1 1 


9 7. 4 


mmm 4 0 


9 7.8 


mmm 1 2 


9 6.4 


HJS^BJ 4 1 


9 7. 3 


mmm 1 3 


9 6. 9 


mmm 4 3 


9 0.9 


Hji^il 1 4 


9 0. 6 


HJ&^J 4 5 


9 7.3 


HJi^ai 1 5 


9 6. 1 


mmm 4 e 


8 9.2 


llJfe^SJ 1 6 


7 1.9 


mmm 50 


8 6. 2 


mmm 1 7 


8 6.4 


mmm 5 7 


9 4.2 


mmm 1 8 


9 6. 7 


5 9 


9 8. 1 


Hiil^sj 1 9 


9 3. 4 


mmme 0 


9 7. 2 


mmm 2 0 


9 5. 7 


HJS^^il 6 1 


9 5.4 


2 1 


9 2. 7 







'M) 



mmm2 '.THP-imtk^^-r^nyr-i^Mmmma^^ (ai^j^T^o- 

5 THP-i {:KQ^mm) mmn o%^i^s^i^h.m (fbs) ^^rpm 
1 - 1 6 4 0 ^m-^mi^i^m ma^ 6-13 ft^iSBiia^sr^ffl t fbs 

•g-^R PM I - 1 6 4 0^fl!l»J:®l?SL4 X 1 Ccells/mLlgfi^^^rf^SlLfc. 
J^^^-fk^^^fOi: tr phorbol 12-inyristate 13-acetate (PMA) 2 0 On 

Ib«bS*t«F^m) JfiL«S3l5LDL*»e)f8Slit^ Acetyl LDL 400^8/ 

mLSr^^>;!jPLfc„ $ ?>(CDMS Ol^^^b. F B S-^^R PM I - 1 6 4 Ol§ 

-^-ij'rtTji^^bfc^. ms^^ V >^mm±mi^^m (ph7. o) -egfe^u. 



15 n-^^-f^/^ yyuy</--/U (3 : 2) -^m^STttm tyt. 1 M- 
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i|3 U:KTU—jUidXX^=i UP.Tti—^l'SuT^TjU^Kxx n i t omo 6©:4rfe 

(1 9 8 3) \^m^xm^Ltio Mmm^^t^mt^wmmm'po^uT. 

m2 





1 Ci vT^ 1 Li rO. n V /O / 




ICS vT> lUi rti. 




• 1 0~®M) 




10" 




Q 2 1 






%W\ 6 


9 1.2 


HiS^aj 2 5 


8 9.4 


^JS«aj 7 


9 0.9 


%W\ 2 6 


7 5. 3 


8 


8 9. 2 


HJS^^iJ 3 9 


7 8. 7 


%W 9 


7 0. 9 


%W\ 4 0 


8 0.7 


1 1 


9 5. 2 


%i^m 4 1 


7 6. 5 


IIJg^RJ 1 2 


7 7.3 


Hifi^SJ 4 3 


5 8. 7 


^iS^fiJ 1 3 


9 5. 5 


%W\ 4 5 


8 6. 2 


1 4 


5 9.0 


4 6 


5 9. 1 


1 5 


8 4. 3 


ll:Kg^J 5 0 


7 3.6 


HJS^aj 1 8 


9 3.0 


%is&m 5 1 


8 6.0 


1 9 


7 3. 3 


HJS^SJ 5 3 


7 0.0 


His^y 2 0 


7 4. 7 


•m&m 5 4 


6 4. 5 


HJgfiJ 2 1 


7 7. 1 


IIJS««J 5 7 


7 9. 9 


%W 2 2 


8 7.7 


^i&^J 5 9 


9 2. 1 


H^iS^J 2 3 


9 0.5 







M) 



lia«»J3 •.'^^:^m^%.^Vmm'(^% (T r i t o n WR - l 3 3 9j£) 
*?J5®t^(^>itttS 1 c : I CR-^!>^ (0*S LC) ^-gW (9 : 0 0^1 
10 8:0 0) (0^i^g?L. iMr^^iil^WLyho r c^P^TKiiTKfi^r^ i * 
®$ii:fco «cS<^¥*&*5<tt;«igi|iiilldM5I^^L</j:SJ:5lci«^6|Et LT 

fflV^ri^SS»Tf33Kl8 0 VL LMilL. «jfil3 0 5>m{r^*5%T9lfr:*-^^?S 

\zMm\^it'>^m\L^m^\ omg/k go^ft-egoig-^-Lfco i^-^3 o^j-^ 

15 t^*±a^i£?0[-eilS!!LfcT r i t o n WR- 1 3 3 9 6 0mg/mL 
^^R*5mL/k g©ffll:T-m#JPrt»J:S4tfe. Tr i ton WR-13 
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«1'TC^rtJJRSy^=3f y h m%mm SrfflV^TSIjtU. Triton W 
R - 1 3 3 9«-^^3I^Pa©jfii'^'^S|g^t:Sr^ffiU flTIIild-e)<z>3 p - 

^3 



mm 



mm 



2 
1 1 
1 2 
1 3 
1 4 
1 5 
1 6 
1 7 

1 8 

2 2 

3 9 

4 1 
4 5 



3 W;?>X13— (%) 
1 Omg/k g/d a y 



3 9 

4 0 

4 9 

5 3 
4 1 
4 2 
4 0 
4 4 

4 1 
3 9 

5 7 
5 8 
5 4 



0 
7 
8 
9 
7 
0 
9 
4 
4 
9 
7 
5 
8 



Ili^^j4 : i n vitro L D LiSi^^bPlWf^^ 

M*>)3 k g(DKHC!>f-^5^i!)M;«i>P>mt. Sfe^'^^V^ L D L 
10 L^Co LDLillS^jg? (0. Smg protein/mL) 0. SmLldDMSO* 

a*>MailH7K^?K5 M L (»^Sa[5/zM) ^iPx.. 3 7'C"^lNpra>ry=afi=L 
^-iXH y LfCo y^^L^-i^a yjji^T^. EDTA- 2Na^?0^5AiL 

15 Lfc. 1->it>*). fti|Eftf©iaS^>ffcJlillS:^J*'^^>'V'K'5'--'i'Kfe"T?5lfe$-e:-«5'n 
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^4 





T T ^ASSftyURB^ 

L D L oiaK'IcPJa.-Br 


5fe (0/ \ 

^ \/o) 






/^ft # . 1 n - 

(.iKK : 1 0 


M.) 


mmm 


2 


8 1.9 






1 1 


7 7.2 






1 2 


6 8. 6 




mmm 


1 3 


7 7. 1 




■^mm 


1 4 


6 8.8 




mmm 


1 5 


6 9.5 




mmm 


1 6 


5 9.5 






2 2 


7 9.0 




P r o b u 


col 


3 3.8 





/JP2003/009012 



10 



5 -.maWL^mm 

frji2 0 0~2 5 0 g©SD^«H±7y ht^ 5 %r 7 i^T=^A^?0J{::il^$ 

^it^mt^^i omg/k g^mmQik^Ltc. s#o. 5. 1. 3. 5 

^5 





*i§ji[L'=f'ig^ 


g/mL) 


jliS^^J 1 1 


1 . 


9 8 


mmm 1 2 


3. 


0 5 


mmm 1 3 


1 . 


3 6 


^iS^sj 1 4 


2. 


3 0 


HJiS^sj 1 5 


1. 


6 8 


1 6 


2. 


9 0 


mmm 2 2 


1. 


1 2 


mmw'i 4 1 


2. 


0 3 


5 3 


1. 


3 1 



y-jxh. V!^;:^, /nA;^^-^) idStt-C. 
A c A T IJaHf^ffi is J; t;j||®iasft<i:|ffl*f^ffi L. A C A T Pl^jWis 
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5 B:4:|J:mJS$tlfc#S2 0 0 2-2 0 8 8 7 S^Sfili: tTi3»9. 
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1 . -m^ ( I ) 




T/l"¥7VSx r y-/VS*fctt-NHR^ (RMiTK^i^^. -COR^MR'" 

^•f) ^^i"] > -NHCONH2 tfctt-NHSOzR" [R" «T/^=3E^>'^S^ 
Ty-7US*fcli-NHR^ (RMiTK^Jl^. -COR>3 (R^='|l*^Ji^ 

^^$tlTV^T'bJ:V^T>'^dp/^S, -COR^^ (R^'«7k^]!i^*fcfiM7 
15 S^^L> R'ttT/V'^yl'a, i^^ar;W=^>'VS*fcftTy-/l^»4r^L. R 

2. -IKS: (I) R'j3J:t;R»«5|^-*:fcttM'5i;oT. 

20 Mr/V'=¥^l'S^fctt<SiaT>'W3=¥v-S-efet)s R'dS-NOj. -NHS 

OjR' [RMiTyW'^-'l'S. ry-yPS^^tt-NHR* (RMt*mJS^x - 
COR>' (R^Ml7K^lg^*fcttiSaryu^;uSr^i-) tfefiMr.'Wa^r 
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# 
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v^;^/Wx}?^>'USIr^1-) . -NHCONHj ^^cift-NH S O^R'ER 

MiT/w^/i^S. T y -/V'S*;fc(i-NHR^(RMi7K^lSi^v -COR^' 

3. (I) R' dS-NHSOjR'[RMir/V^/VS^yt«-NH 
10 R' (RMiTK^lS^^r^f) R* dSfc Kp =¥'>S-Cg^$ix 

TV^tfciV^r/u^/i-S. -COR^3 (R^Ni7}c^ii^*fcfH£jKT/V^>'V' 

4. (I) '^'> R" dJ-NHS02R«[RMiT;W=¥>'VS*fcfi-NH 
R' (R' ttTK^ig^Sr^-r) tfctt-NHCONH^ -CfeS. 

20 5. -«^5S: (I) cj'. R**fctt-NHCOR*dS-f y Ky :^(^»5<a:(CJi$^L, 

fife;^;ds>ry Ky yc^>7{4i^)S-^-t-5, if^«2E«<o^M-r ^Ky Wb-a-i^* 

6. -m^ (I) tfj, R';JW >'Ky >'©5ifct::3g'g't. -NHCOR*;^>r 

25 mm±nm^ti^m.o 

7. (I) R';5s>r :^Ky i^<0 5*a[|;:ig'a'U> -NHCOR'^ds^ 
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5 9. -i^^ (I) 1^. R':feit;R';iSMT/l':3r/wS-Cfc5. It^«8|2^ 

10. -jR^ (I) tf. R^^dJ^i^Ky >-(^2i£(::ij$'a-'f 5. it*«6IB 

11. (I) tfi^ R^ ;dST/W^/i^ST*fc»9. R^'^dJ^SiT/P^^v'^g 

12. -flSi^ (I) R'*5a:tKR'dSMT>'V^yi'ST?fcS. it^Jgi i 

13. (I) R' feit/R' dSMT/V^/VS-CfcO. R^dST/V 

14. il) R^d^-NHSOjR* (R« liT/U'Sr/V'S^^-r) 

1 5. (I) fl'. R'dS-NHSOiR* [RMi-NHR^ (RM^tK^ 

20 m^Sr^f) «r^-r] -^fcSx Sl^^l aSBftOl&f^^VKy 

1 6. -IK^ (I ) R*d5-NHCONH,-e$>5. It^:® 1 3 E^<^ff 

17. (I) 0<k'a'«fe;5Sj5:<^) (1) (5) (DV>-f*l**"T?fc5> fil^ 

25 ^2E«©frJS>f'y Ky Wb'^i^*fctt^(^g^±l^^^*L5mo 

(1) N- (5-:^9y7./i^t-=^A'r^J-A, 6-v^;^^y^-l-7'^f>'^ 
-Ti^Ky i^-7->r>'V') -2, 2-^^^'J-;V'f}aAyT^Y^ 
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(2) N- [5-p<i?y;^/W7f;=/PT$ /-4, 6 - v^;« f^/W- 1 - (2-p< 
f-zwT'ptvw) ^ Ky y- 7 -^>'H -2, 2 -•>?^^yP7'D/<:^T^ h\ 

(3) N- (l-:^5'/V'-5-p«^^'-^/V':3?=/WT^/-4, 6 - f^/W'f 
:^Ky 7-^/1^) -2, 2-i^^f-/W:^P/<>'T? h\ 

5 (4) N- [5-^^y:^yl^xK=/VT5 y-4, 6 - v?^ ^/l^- 1 - 

i-;V:/^fV) ^ >Y}) y-7 ->( jV^ -2, 2-v^7<^/l'7°i3/-?yT ^ K. 
(5) N- (5-^^y^/W*ii7l/7$ /-4, 6 -i?^f-/W- 1 -^>'f->'W 

Ki; y-7-^yW) -2, 2-i?p<f-/V7'o/-«y7 5 K« 
18. -^^ (I) (T^^k-^tld^j^c© (1) *fcli (2) -Cfc^. IS*J®2|E 

(1) N- (5-p«^'i^;^/i'*=/l^T^ /-4, 6 -i^p<f';W- 1 -;r:^5^/V' 
>f :^K!;i^-7->r>'W) -2, 2-i?7«^-'i'yoyN-yT^ K. 

(2) N- (l-^=^ri/^V-5-^i?y;^/V* = /VT$/-4, 6-i?^^>'l' 
^^'Ky :^-7-^/W) -2, 2-i^ptf^/1^7'ci/^yT^ h% 

15 19. -jK^ ( I) ©{t-g-ife^dSJfe© (1) tfcli (2) -CfeS. |f:*«2|B 

(1) N- (l-3:^;W-5-p<^'i^;^>'W*=>'WT$y-4, S-^^^^yW-f 
yY))y-7-^/V) -2, 2-'y:^i-/i^'fn/<yT%Y. 

(2) N- (5-p«^y;^>'W3ih=/V'T^ /- 1, 4, 6- h y ^^yu-r^' Ky 

20 y-7->r/V) -2, 2-i?;>«f';l':^n/'«yT5 Ko 

2 0. (I) (^-fk-g-ifedJj^© (1) ~ (6) ©l^Ttid^X-fc5. ft* 

(1) N- (4, Q-''Jy^^;\^-\-:t{^f-;\^-^-7.fV7 7^^J^^7%J>( 
yY))y-7->(/\^) -2, 2-*^:^f-jV'^nAyr%Y. 
25 (2) N- (4, 6 -i^p<f-/u- 1 -yn fyw- 5 -J:^>'W77*W>'l^T^ 
^'Ky :^-7->r/W -2. 2-i^.7«^;l/:/p/<:^T^ Kx 

(3) N- (4. Q--y:f^'f-fV-\-^l/f-;\,-5-7.)V7 7^y( A^r% J 
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(4) N- [4, 6 -i^^f-zW- 1 - (2 -p«'^/V:^u tVW ^5-7.;V7t 
fVT ^ ^ ^ l^\f)>V-7 -2, 2-v?^f->'>:^o/-?yT$ K. 

(5) N- (i-:/^yi'-4, e-i^ptf'^'V-S /'T :^ 
5 Ky y-7->f/W) -2, 2 -v^^^^/WT'p/^^^T $ h\ 

(6) N- [4, 6 -i^^f^/U- 1 - (3 -7<f->'W:/f'>'W -5-;^/l'77^ 
'f/l^T? /-fi^ Ky 7 — r/l'] -2, 2-i?^'^/l^7'n/-?:^7^ Ko 

2 1. -J|5?^ (I) ©{b-g-Jfe^^JJc© (1) - (7) ©V^-fttd^T?fc5. 

10 (1) N- (,7 -:^9y7.jV^=^/VT^J -\, 4, 6 - h y p< ^yW-f K y 
v-5 — -2, 2-i^;i'^/\^'>l^f:fjyT^h\ 

(2) N- (7-^^y;^/W3!h-/WT5 /-4, e-v^^^/U-T y Ky ^^-5 
— r;l-) -2, 2 -v?;<5">'H>y7';&>-T^ K> 

(3) N- [7- (2-yp/-«>';:^>'W7}?=>'Wr $ /) -4, 6-i^p{f-/W:^ 
15 Ky^^-S-^T/H -2, 2-i^p»^/l'^>:^7'*:^T^ 

(4) N- [7- (2-ya/^y;^/WxK=7V'T^ /) -4, e-'^;^^/^^^ 
Kyy-5--fyu] -2, 2-i;'p(^/i^;r^i?>'T$ K. 

(5) N- [4, 6-i^^^/W-7- (p-h;V3::/) ^ y >r 
Ky>'-5 — T/H -2, 2-v»;;{f^/H>:^x;i&>'T5 K. 

20 (6) N- (4, 6-i^:!<^JU-7-:^JV77'^^^^T^y>(yV])y-5- 
-2, 2-^yi^^)V'fyy^l3vr%Y. 

(7) N- (4, 6-^:?;^^/W-7-e'V-r K-r^'Ky :^-5--f/W) -2, 

2-'^:^^ii^^y=fijy7% K, 

2 2. (I) (Dit^WT^O (1) - (5) ©V>-ftt*>T'*)S. fl^ 

(1) N- (4, 6-i^/f-/l^-5-=^hti-l-:i-^^/Vy( y-7 - 

'T/w) -2, 2-':?^f'/v:/n/^yr ^ K. 
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(2) N- :^ ^V7.)V^sz^,vT ^ J A, ^ -i/ \ -isr 
iff^ji^^yh^Vy-i-^ju) -2, 2-i?/^;u-:/u/<y7^ 

(3) N- (4, 6-i^;^f-/l'-l-:t^^/l—5-^l^^]f>(yh'Vy-7 

-2, 2-i?p<^;vyn/<yT^ Kx 
5 (4) N- [5- (N-7•fe5^/^;^/^7r*^^^T$ /) -4, e-v^pt^/w 
. -l-:t^^Jl^^yh*])y-7-^jU] -2, 2-i^p<5^/wyo^-«yT$ K 
(5) N- [5- iN-;H'^i^jU/V^=^/U7>jU7r'^^^i'7X -4, 6 
-v?p«^/V- l-;t^^/W>r:^Ky i^-7->r-'i'] -2. 2-i?p«f-/w:/n/^ 

10 2 3. — (I) liJ-NHSOaR* (R" ttT/V/^^uSSr^-f) 

ib5. IS^«9 *fcfil 2Ei^©ffM>ri^Ky i'^k^ife* fetter <^>g^±fF^ 

2 4. il) R'dS-NHSOjR* [RM^-NHR^ (RM^tK^ 

15 «^*fcH^©g||±ff^$tl5:So 

2 5. -jg^ (I) (Dit^m^M (1) ~ (6) ©V>Tnd>T-fc5. if* 

j^2^ino^^m'< y yit^<^i^tc\t^<Dmm±ff-m^fi^mo 

(1) N- (1 ->f y7'ptvv-5-p<^i^;^/W7j^=/i'T^y-4, e-^i^p^ 

i-jU^yVVy-T-yf/V) -2, 2-i^7<f'/W7'p/^yT? K. 
20 (2) N- [1- (2, 2-i?^^yU:/a b"/!/) - 5 -p< ^ y;^yl'*=yl^r 5 
y-4, 6--;?;«^>'W-r:^Ky :/-7--r/V] -2, 2-i^;^f^/l'7'n/N':^7 
^ K. 

(3) N- 5-/^y:^/V^:^=^/i'7 ^ y - 4, 6 

-t?p<^/WVKi; 7--</W) -2, 2-i^7«^;W:/P/-«yT5 h\ 
25 (4) N- (.l-'y^r2^y^/]^-5-/^y:z./U:^:z;UTK/-4, 
j^i-jUyfyVVy-l-^/^) -2, 2 -i?7«^7Wyo/-«yT^ h\ 

(5) N- n^y^ju- 4, 6-i^/f-/v-5-:^/V7 7'e^/\y7 
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?./4yh'V:^-7 -4/1^) -2. 2 -v^^f-zl^ynz-^yr ^ Ks 
(6) N- ( 1 -i/'^' tJT'n lfy^;>(5^yW- 5 ^y;^yW/}N=;vr ^ / -4, 
6-5^p«^/W y Ky 7~^/W) -2, 2-i?;«^/W7'n/-?yT5 Ko 

26. ( I ) (^-fk-g-ifedSN- [5-^ ^y^/v*=.;ur 5 y -4. 6 

5 -v^p^^/W-l- (3-p«f-/W-2-^x^/W ^yh^])y-7 — T/l'] -2, 

2 7. -m^ (I) oit^WM (1) ~ (6) ov^■fi^^>-eS)S> jSt^ 

10 (1) N- [1- (2-3^ h^v'3:f^>>U) -4, 6 -i^^^/W- 5 -;j^;W7T 

*W'/VT$/'f >' Ky -2, 2-5^7<f-;w7'n/-?:^r 5 

(2) N- [1- (2-3: -2, 4, 6 - h y ^ f-/V- 5 

>'i^7 7^-f /I'T 5 /-r Ky 7 — f/i^] -2, 2-i^:^^/vyu^<yT ^ 

15 (3) N- [1- (2-p< h^5^3:f-/l/) -4, 6-5^^^/1^-5-X;W7t 
*'</V'T5/^y Ky y-7->r/H -2, 2-i^^f-/wyn^-?yT 5 h\ 

(4) N- [ 1 - (2 Y^'y:^^JV) -2, 4, 6-hyp« f'/U- 5 

^ />r V Ky X- 7 -'f /i^] -2, 2-^/;^i-jv:fn^<yr% 

y\ 

20 (5) N- [1- (2-3:f"/Wf';*-3:f-;W) -4. 6 -i^^ f-;W-5 -;^/V'7 7 ^'f 

/I'T? y ^ y Ky :^-7— r>'l'] -2, 2-v?p<^/W7'd/^>'T$ K:^^il. 
(6) N- [4, (2-p<5'/Uf^;^-j:f"/W) -5-7.;vy7^y( 

jvT%y^y\fVy'7-^;V'1 -2, 2-i^/^;\^'/n/<yrK KiftBfeiS. 

2 8. -JKS: (I) O^b-g-'fedSJJcO (1) - (4) ©V^-fJ^^»•T?&5. 

25 m3BW.(D^M4 y v^v y'it^i^iitc\t^(Dmm±ff^^H^mo 

(1) N- (2-^ h=^r'>7<f'>'W-4, 6-v'.?«^/V'-l-yj3lf/W-5--X 

/^^yr'Er^ji^T^/^yYVy-T-^j^) -2, 2-i?/^juyu/<yr^ 
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(2) N- (2 -:t h:^?-'^^^/!^- 4, 6 -i^ :^ fjV- 1 -^u 5 - :^ 

h\ 

5 (3) N- (2-^f-;i'^;t-p<^;V-4, 6-i^:^i-jU-l-Zfvi\f/]^-5- 

r"^^ j^T ^ / ^ y Y}> y- 7 fv) -2, 2 -i^^^/wT'oz-^^^r 

(4) N- (2-3i^/w^;a-/^/i'- 4, l-yo tr;^-5- 

;^/^77*'l'>'^T^y-f y Ky^^-T-^yi') -2, 2 -v?^^;W7'n/-«>'T 
10 5 Ko 

2 9. -j|5^^ (I) <0%^^mii^rfi(0 (1) i^1t\t (2) T-i!>-5. lt*«3E 

y K y i^^b-g-l^* © EII±fF^ $ its 
(1) N- [1- (2-3: h^e/ji5^>'u) -5 -^^':^;^>'i'*=/i'T^ / -4, 
e-v^pt^'/w^ry Ky :/-7-^yp3 -2, 2->'^f'>'w:/o/-«>'T$ 

15 (2) N- [1- (2-pl hs^i/Jif^/V) - ^-i^9V7.)Vi!rs:^)Vr%J -A, 

6-i^;^'f'/uyfy}fVy-7-^/\^] -2, 2-i?^f-/w:/p/'«yT$ Ko 

3 0. It*^l~2 9 ©v^Ti^;&M^:fB«<Dif Ja-r :^ K y y\\:^mi^1t\t^<r> 

3 1. »*^l'-2 9©V^■fi^;&^l^:E«©^^>l':<^Ky >'^k^4^i*fctt^© 

3 2 . 11^^ 1 ~ 2 9 ©^^•f ji;5HcE«oM>r y K y ^^^k-g-tfe* fett-e© 
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